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[0 0 6 3] 1 HNMR(DMS0-d 6 ) 5 ; 1. 557-2. 138(m, 6H), 3. 6 
25-3. 677(m, IK). 4. 00 Km. 1H). 4. 266(s, 3H). 4. 308(s, 3 
H). 5. 050(d, 111, J = 17. 3Hz). 5. 138(d. 111. J = 17. 3Hz). 5. 453 
(dd, 1H. J=2. Ollz, 11. Hlz). 7. 291-7. 80Kb. 611), 8. 172(4 1 
11, J =7. 6Hz). 9. 390(d, 111, J : 7- 7Hz). 
Fab-MS(m/z); 436(MH) ' 

[0 0 6 4] nmm 2 2 RZHt&® 3 

50 mmmncm^x, it^fts 9. 3 3 7m g (0. 8 5 
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mmo 1 ) at^JcSRft* HJ2A4 lmg (1. 0 2m 
mo 1) N MT'J^O. 088ml (1. 02 mmo 
i ) ±5. <t&®2 (*y7'J;l*) 1 0 9mg (3 0 
%) SCHt**3 (^7V;W) 2 17mg.(54%) 

2 (1.4: 1 OffifljHtftfi^tt) 
1 HNMR(DMS0-d 6 ) <J ; 1. 562-2. 149(m, 611), 3. 628-3. 719(m, 1 
H), 3. 991-4. 022(m,iH), 4. 679(dd, 0. 59H, J = l. 3Hz. 17. 3H 
z), 4. 757(d, 0. 41H, J = 17. 0Hz), 5. 003-5. 172(m, 3H), 5. 465 
(dd, 1H, J=l. 7Hz, 10. 9Hz), 5. 576(m, 2H), 6. 111-6. 222(m, 1 10 
H), 7. 173-8. 177(m, 7H), 9. 302(d, 0. 4111, J=8. 1Hz), 9. 353 
(d, 0. 59H, J=8. 1Hz), 1 1. 555(s ( 0. 41H), 1 1. 713(s, 0. 5911). 
Fab-MS(m/z); 436CM+1)* 

1 HNMR(DMS0-d s ) 6 ; 1. 563-2. 154(m, 6H), 3. 657(m, 1H), 4. 0 
08(m, 1H), 5. 044-5. 478(m, 11H), 6. 153(m, 2H), 7. 240-7. 64 
0(n, 6H), 8. 167(d, 1H, J=7. 8Hz), 9. 415(d, 1H ( J=7. 8Hz). 
Fab-MS(m/z); 476(Mfl) 4 

[0 0 6 5] mmms <t&®4 

m&miK&tT* ft-&«8 9. lOOmg (0. 2 5 20 
mmoOSWfft^MJ^ASOmg (0. 7 5m 
mo 1 ) ^ BVit^isJlsO. 11ml (0. 75mm 

0 1 ) cktK <b£ttl4. 3 Img (2 2%) «#fc 0 

1 HNMR(DMSO-d 6 ) S ;0. 589(t, 3H, J =7. 2Hz), 0. 597(t, 3H, J = 
7. 2Hz), 0. 782-1. 051(di, 12H), 1. 415-2. 128(m. 10H), 3. 651 
Cm, 1H), 3. 998(m, 111), 4. 676(t, 2H, J=7. 3Hz), 4. 724(t, 2H, 
J=7. 311z), 5. 040(d, 1H, J = 17. 5Hz), 5. 140(d ( 1H, J = 17. 5H 
z) p 7. 283-7. 876(m, 6H), 8. 154(d, III, J =7. 7Hz), 9- 370(d, 1 
H, J=7. 4Hz). 

Fab-MS(m/z); 563(H) 1 30 

[0066] mmm4 it^s 

^ffiWinc^UTx it^S 9, 1 1 9mg (0. 3m 
mo 1 ) Rlfy^mti- MJ^A 3 6 m g (0. 9 mmo 

1 ) ^ ^frOitJUO. 1ml (0. 9mmol)i; 

9* -f fc-&«F 5 ^ 8 2mg (4 7%) £*|fc 0 
1 HNMRCCDCl, ) £ ;1. 54-2. 075(m, 6H), 3. 837(m, 1H), 4. 129 
(m, 1H), 5. 055(d, 1H, J = 16. 6Hz), 5. 232(d, III, JM6. 6Hz), 
5. 356(s, 3H), 5. 420(s, 3H), 5. 707(d, 1H, J =8. 0Hz), 6. 926- 
7. 386(m, 16H), 8. 034(dd, 111, J=3. 2Hz, 5. 8Hz), 9. 620(dd, 1 
H, J=3.2Hz,5.8Hz). 40 
Fab-MS(m/z); 576(Mtl)' 

[0 0 6 7] ft-&*6 

lK&pT^ it<£%88 9, 2 0 Omg (0. 5m 
mo 1 ) RWkf&fci- h V ^A 6 Om g ( 1 , 5 mmo 

1 ) > Bry{k7vt°JU0. 15ml (1. 5 mmo 1 ) 
<k!Mfc£«l6, 13 4mg(5 6%) «:t#fc 0 
1 HNMRCCDClj ) 5 ;0. 539(t, 3H, J=7. 4Hz), 0. 579(t, 311, J =7. 
4Hz), 1. 532-2. 173(m, 6H), 3. 807(dt, 1H, J =2. 7Hz, 11. 711 
z), 4. 11 Km, 1H), 4. 551(t, 2H, J=7. 6Hz), 4. 614(t, 2H, J=7. 
6Hz), 4. 989(d, 1H, J = 16- 6Hz), 5. 155(d, 1H, J - 1 6. 6Hz), 5. 6 50 
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65(dd, 1H, J=2. 4Hz, 10. 5Hz), 7. 333-7. 643(m, 6H), 7. 992(d 
d, 1H, J=0. 9Hz, 7. 8Hz), 9. 538(d, 1H, J=8. 0Hz). 
Fab-MS(m/z); 479(M)' 
[0 0 6 8] mmWG it&fal 
m&mwmtX, ffc-frte8 9. 2 0 Omg (0. 5m 
m o 1 ) RZfykl&iti- MJ £ A 6 0 m e CI. 5 mmo 
D>M-fV^Dfcf;l/0. 14ml (1. 5 mmo 
I ) i!K ft-&tt7 % 1 3mg (6%) £7 : 1 CD fig 

[0 0 6 9] I HNMR(DMSO-d 5 ) 5;1.557-2. 117(m, 7. 56H), 
1. 808(d, 5. 22H, J=6. 9Hz), 1. 819(d, 5. 22H, J=6. 9Hz), 3. 61 
9-3. 683(ra, 1H), 4. 003(m, 1H), 5. 051(d, 1H, J = 17. 3Hz), 5. 1 
40(d, 1H, J=17. 3Hz), 5. 454(dd, 1H, J=2. 0Hz, 1 1. 0Hz), 5. 72 
2(qui, 1H, J=6. 9Hz), 7. 141-7. 931 On, 7H), 8. 152(d, 0. 87H, 
J=7. 8Hz), 8. 450(d, 0. 13H, J=7. 8Hz), 9. 407(d, 0. 13H, J=7. 
1Hz), 9. 474(dd, 0. 87H, J=0. 5Hz, 8. 1Hz), 1 1. 848(s, 0. 13 

H) , 11.869(s, 0. 87H). 
Fab-MS(m/z); 437(M)' 

[0070] mmmi <t£%QS 

gmffllK&bT* <t<£fy)8 9, 4 Omg (0. 5mm 

0 1 ) &tf7jc3R<fW-HJ£Al 2m g (0. 3 mmo 

I) , *ftp-^ho'<>^l/86mg (0. 4 mmo 

1 ) «k»K ft^ft8^ 2 4m g (3 6%) £f#fc 0 

1 HNMR(DMS0-d B ) 5 ; 1. 587-2. 135(m, 6H), 3. 664(m, 1H), 4. 0 
20(m, 1H), 5. 119(d, 1H, J = 17. 8Hz), 5. 214(d, 1H, J = 17. 9H 
z), 5. 483(d, 1H, J=8. 8Hz), 5. 630(s, 2H), 5. 701(s, 2H), 7. 1 
12-7. 469(m, 10H), 8. 049(d, 2H, J=8. 8Hz), 8. 065(d, 2H, J= 
8. 8Hz), 8. 226(d, 1H, J=6. 8Hz), 9. 437(d, 1H, J=7. 4Hz). 
Fab-MS(m/z); 666(Mfl)' 

[0071] mmm s 9 

mmmwm^x, ^mt^m cc) . 7 8m g <o. 

2 5 mm o 1 ) RmkHMti- h'JOASOmg (1. 2 
5mmo I) % SWf^O. 0 9 5ml (1. 5m 
m o 1 ) J; *K ititfy) 9. 37mg (42%) £®fc 0 
1 HNMR(CDC1 3 ) 8 ;3. 288(s, 3H), 4. 132(s, 3H), 4. 209(s, 3 
H), 4. 819(s. 211), 7. 378-7. 559(m, 6H), 7. 903(d, 1H, J =7. 5H 
z),9. 545(d, 111, J=8. 1Hz). 
Fab-MS(m/z) ; 35300* 

[0072] %mm 9 it^® 1 0 

1 \z& tm^Mit^ 9 u 3 3 m g 

(0. 0 8 mmo 1 ) SOVJcJjfft^ HJ^ASmg 
(0. 12mmol) ,M / <>^0. 0 19ml 
(0. 1 6mmo 1 ) <k *K fls^ 1 0. 2 Omg (5 
9%) *?#fc 0 

1 HNMR(DMS0-d 5 ) 5 ;3. 275(s. 3H), 4. 261(s, 3H), 4. 293(s, 3 
10, 4. 915(s, 2H), 4. 994(s, 2H), 7. 271-7. 798(m, 1 1H), 8. 00 
4(d, 1H, J=7. 9Hz),9.455(d, 1H, J=7. 6Hz). 
Fab-MS(m/z); 429CM)' 
[ 0 0 7 3] <$mm 1 0 1 1 

mmm 1 \cm ex. fflR£XHt&® 90. 4 9 m g 
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( 0 . 1 mm o 1 ) RtfzKSWfc^- MJ A 5 m g (0. 
1 2mmo 1 ) x aWf^'O. 0 0 9 ml (0. 1 
5mmol)i^ K 24mg (4 7 96) £ 

1 HNMR(DMSO-d fi ) 5 ;3. 278(s, 3H). 5. 108(s, 2H), 5. 598(s f 2 
H) f 5. 657(s, 2H). 6. 854-7. 458(10. 16H), 8. 071<d, 111, J=8. 0 
Hz),9.465(d. 1H, J=8. 8Hz). 
Fab-MS(m/z); 506(MH)* 

[0074] mmm 1 1 -f t-&« 1 2 

j£J£#J l l:t. ###J 1 E«o^-&tt 8 0. 100 

m g ( 0 . 3 mm o 1 ) RUfrmti- HJ£A36mg 
(0. 9mmol)^ftp-"FD / <>^H94m 

g ( 0. 9 mm o 1) «fc *K &&%a 12. 1 0 5 m g 
(5 9%) £?#/c 0 

[0 0 7 5] l HNMR(CDCl 3 )S;3. 287(s,3H), 5. lll(s, 2 
H), 5. 590(s, 2H), 5. 657(s, 2H). 7. 130-7. 457(m, 10H), 8. 06 
7(4 2H, J=8. 8Hz), 8. 077(d, 2H. J=8. 8Hz). 8. 103(d, lH f J = 
8. 1Hz). 9. 491(d, 1H, J=7. 8Hz). 
Fab-MS(m/z); 596(MH)' 

[0 0 7 6] $mm 1 2 ^13 

mmm i k# ut. i e«©^-&« so. 100 

mg(0. 3mmol) SO^JcSM k^- hUr>A36mg 
(0. 9mmol), Mo FpO^M 9 4 m 
g (0. 9mmol) i^ft^l3, 7 7mg (4 
3%) 

1 HNMR(DMS0-d 6 ) 8 ;5. 173(s, 2H), 5. 717(s, 2H) f 5. 775(s, 2 
H), 7. 090-7. 712(m, 12H) P 8. 126-8. 169(ni, 3H), 9. 577(d f 1 
H, J=6.8Hz). 

Fab-MS(m/z); 596CMH)' 

[0077] mmm 1 3 1 4 

§£J£#J 1 (C^ bT. 1 lattCD^^ 8 0. 100 

m g ( 0 . 3 mm o 1 ) &tf7K3Rfb*- h U ^ A 1 2 m g 
(0. 3mmo 1 ) , M,1to hn^s>^6 5m g 
(0. 3mmol) i^ft^ftH, 4 0mg (29 
96) £4 : 1 <DtiL&m&1£<Dm i &ti8t LT#/: 0 
[0 0 7 8] 1 HNMR(DMS0-d 9 ) S ;5. 091(s, 0. 4H), 5. 132 
(s, 1. 610. 6. 116(d. 0. 2H, J =8. 1Hz), 6. 211(d f 0. 8H, J=7. HI 
z). 6. 552(s. 0. 411), 6. 567(s, 1. 611), 7. 191-7. 668(m, 8H), 

8. 037(d. 0. 8H, J=7. 6Hz), 8. 326(dd, 1H, J = l. 4Hz, 8. 3Hz). 

9. 349(d. 0. 8H. J=7. 9Hz). 9. 479(d, 0. 211, J=8. 3Hz), 11. 502 
(s, 0. 8H), 11.653(s, 0. 2H). 
Fab-MS(m/z); 46KMf 1)* 

[0079] mn&m 1 4 1 5 

mMm 1 k# ire. 1 £*8©f so. 300 

mg (0. 9mmo 1 ) atfzkfgffc;*- HJ^A36mg 
(0. 9mmo 1 ) , ^bp - ^ha'O^H 9 5m 

g(0. 9mmol)ck^. <t&%3 1 5. 1 3 lmg 
(3 2 96) £1 2 : 10ttftHtt#©l^*iLt» 

/Co 

[0 0 8 0] 1 HNMR(DMSO-d» ) 6 ;5. 082(s. 0. 16H). 5. 099 
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(s, 1. 84H). 6. 365(s, 0. 16H). 6. 383(s, 1. 84H). 7. 218-7. 71 
7(m, 8H), 8. 087-8. 122(m, 3H). 9. 355(d, 0. 92H. J=7. 9Hz). 
9. 434(d. 0. 08H, J =7. 5Hz), 11. 650(s, 0. 92H), 11. 795(s. 0. 
08H). 

Fab-MS(ni/z); 460(M)' 

[0081] mmrn 1 5 1 6 

>ft^8. 2 2 7mg^THF20mli:g»U 10 
96Pd/C. 50mg*te7Kf^mtlW 

10 OTTLC ( 1 0 96Me OH/CHC 1 3 ) T'fit$2U 
it&ffa 16. 1 7 m g ( 8 96) 
[ 0 0 8 2 ] 1 HNMR(CDCli ) 8 ; 1. 613-2. 107(m, 6H), 3. 828 
(dt, 1H, 3=2. 4Hz, 11. 8Hz). 4. 135(m, 1H), 5. 024(d, 1H, J = l 
6. 4Hz), 5. 201(d, 1H. J = 16. 4Hz), 5. 307(s, 2H), 5. 361(s, 2 
H). 5. 694(dd, 1H, J=2. 3Hz, 10. 5Hz), 6. 561-6. 582(m, 4H). 

6. 756(d. 1H, J=8. 4Hz). 6. 788(d, 1H, J=8. 3Hz) f 7. 157-7. 38 
5(m. 6H). 7. 994(dd, 111, J = l. 5Hz. 6. 3Hz), 9. 605(dt, 1H, J = 

7. 8Hz, 1. 2Hz). 
Fab-MS(m/z); 606(MH) 4 

20 [0 0 8 3] mxm 1 6 1 1 

it<%fy) 1 2 . 50mg*THF10mli:S»LPtO 

fE*«*-fe5-f haaL»tt*8*«aS4THF5m 
Urjg»L0. 1 /A cOE t 1 m 1 *Jnx. 

L. -fb^fe 17. 4 8 m g ( 9 3 96) 

[0 0 8 4] 1 HNMRCDMSO-d. ) 8 ;3. 275(s. 3H), 5. 091(s. 2 
H), 5. 571(s, 2H). 5. 631(s, 2H). 6. 911-7. 473(m, 14H), 8. 06 
5(d, 1H. J=7. 5Hz), 9. 452(d. 1H, J=8- 0Hz). 
30 Fab-MS(m/z); 536(MH)* 

[0 0 8 5] mmm 1 1 1 8 

mt&m 1 6»C*l;Tft-&ttl 4. 4 Smgfcitf P t 0 
, . 5mgi5ft^«|l 8. 21mg (4 5 96) £2. 
5 : lCDtt«*ttf*iS-&«<tLT»fco 
1 HNMR(DMS0-d B ) 8 :5. 080(s, 0. 56H). 5. 103(s, 1. 44H). 6. 0 
09(d, 0. 28H, J=6. 7Hz). 6. 035(s, 2H). 6. 094(d, 0. 72H. J=7. 
7Hz), 7. 142-7. 707(m. 6H), 8. 046(d, 0. 28H, J=7. 7Hz), 8. 09 
5(d, 0. 72H. J=7- 6Hz). 9. 341(d, 0. 72H. J=8. 0Hz), 9. 423(d, 
0. 28H, J=7. 9Hz), 1 1. 701(s. 0. 72H). 11. 848(s, 0. 28H). 
40 Fab-MS(m/z); 430(M) # 

[0 0 8 6] mi&ffl 1 8 -ffc-fr* 1 9 
it^fy) 15. 12 1 mg£DMF 3 m 1 Ki&ft? U 2 0 
96 Pd (OH) 2 /C. 6 5mg*jftnx.7jcSS$lSSTSfi 
T'2. 5B#|fflJB#Lfc 0 SJE*tt*-b5^ h»«L«tt 

( 1 0 %T-t h y/ T'lftSlU -(b^a 1 9. 

80mg(7296)^2. 5:1 t 

[ 0 0 8 7 ] 1 HNMR(DMS0-d 5 ) 6 ;5. 060(s, 1. 44H), 5. 067 
50 (s. 0. 56H), 5. 967(s, 0. 56H), 5. 984(s, 1. 44H). 6. 370(d, 0. 
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56H, J=8. 5Hz), 6. 384(d, 1. 44H, J=8. 5Hz), 6. 853(d, 0. 56H, 
J=8. 5Hz). 6. 901(d. 1. 44H, J=8. 5Hz), 7. 216-7. 752(m, 6H), 
8. 036(d, 0. 72H, J=7. 5Hz). 9. 359(d, 0. 28H. J =7. 9Hz). 9. 38 
2(d. 0. 72H. J=8. 3Hz). 11. 679(s. 0. 72H), 11. 816(s. 0. 28 
H). 

Fab-M$(m/z); 43KMH) 1 
[0 0 8 8] %mmi 9 it£fy)2 0 
<k^ftl7x 8mg (0. 0 1 3mmo 1 ) £THF 
0. 2m 1 fccfctfMe OHO. 3 m 1 ICigjg U &}%T 
3 5%*M7;l/ft KO. 0 4 6m 1 #&Vi/TJ7k 
*ft*9*^-hy9A8mg*Jnifc^ 3$£HC1 
TpH3-4K«SL4. StmMWUZo kjs*«* 

chc 1 3 h y $ 

tbrin eft»U Na 2 SO, ftttLfco 
4«8***ffiTLC (2%Me OH/CHC 1 3 ) T' 
«WU <b£©2 0, 6mg (7 5%) ^#fc 0 
[ 0 0 8 9 ] 1 HNMR(CDC1 3 ) 6 ;2. 939(s. 12H), 3. 400(s, 3 

H) , 4. 969(s. 2H), 5. 337(s, 2H). 5. 385(s. 2H), 6. 625(d. 4H, 
J=8. 5Hz). 6. 830(d, 2H, J=8. BHz), 6. 844(d. 2H. J=8. 8Hz), 
7. 180-7. 384(m. 6H). 7. 940(d. 1H, J=7. 7Hz). 9. 635(d. 1H, J 20 
=7. 3Hz). 

Fab-MS(m/z); 592CM+1)' 
[0 0 9 0] mi&W2 0 <b£tt2 1 
m&Wl 9\mtX, Ibktol 8, 1 Omg (0. 0 1 
6mmo 1 ) <ktHfc£&|2 1. 5mg (6 8%) £2. 

1 HNMR(CDC1 5 ) 6 ;2. 995(s. 6H). 3. 101(s. 2. 16H), 3. 135(s. 
0. 84H). 4. 084(s. 2H). 5. 54Ks, 2H). 6. 634-7. 638(m, 10H), 
7. 711(d, 1H. J=8. 3Hz). 9. 533(d, 0. 72H, J=7. 9Hz). 9. 653 
(d. 0. 2811, J=7. 9Hz), 9. 744(s. 0. 72H). 10. 361(s. 0. 28H). 30 
Fab-MS(m/z); 459CM+1)* 
[0 0 9 1 ] ^mi2 1 it&®2 2 
&ftHfc£$l (C) 3. 8 9 g (1 1. 9mmol)iD 
MF 2 5 0mlC}g(ffUfii*'j!>A3. 30g (2 
3. 9mmo 1 ) £Jj0X.. 77b3'>^ffl§TFS&T' 2 B$ 
P«U 3^«fM. 48ml (23. 8mmo 

I) *ftlx.T3. 5«FH«J$Lfco EJC6«***»-ffi 

*8Lfc 0 ibtl/:^DMF 3 0 Om ] £jg»U 0 
°CT'7!7 , J^Atert-7'h + v' Kl. 98g (17. 6m 40 
mo 1) £Jnx. N 7;u^>»HaTlB?HJB«sL^ 
*ft7»J;H. 5 3ml (17. 7 mm o 1 ) £Jjnx.£ 
fflT5l#|ffl«J$Lfco *7jc*llD^TEJE*#jl:Lx TH 
FTttfflU b r i n e®LMgSO ( ftjftg&S«* 

> LT. lb£f£j 22, 3. 07g (66%) £f#fc 0 
[0 0 9 2] 1 HNMR (DMS0-d 6 ) 5; 3.006 (s, 3H). 4.0 
60 (s, 310. 5. 151 (d, 211. J = 3. 9Hz), 5. 246 (dd. 1 
H, J = 1.2Hz, 17.3Hz). 5.360 (dd. 1H. J = 1. 2Hz. 1 
0.5Hz), 6.177 (ddt. 1H. J = 3. 9Hz, 10.5Hz, 17.311 50 
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z). 7.35 - 7.43 Cm, 2H), 7.56-7.71 (m, 4H), 9.05 
2 (d. 1H, J = 7.9Hz), 9.102 (d, 1H. J = 7.8Hz). 
Fab-MS (in / z) ; 394 (M+l) * 
[0 0 9 3] mmffl2 2 ft*«2 3 
4t&®2 2, 996mg(2. 5 3mmo 1 ) £THF 
1 0 Om 1 ICjg#U 9-BBNr§tt3. OPa (9 
5. 3mmo 1) 7M>#l^TSSt« 

mwuzo sE^o°cf^ipu, imfomiti-bv 

*<Mc»» 9mlM3 5 96iS8fc*3fok 9 m 1 £Jjo 
10 *6lc3 0^H«}$Lfco KK«*7jcT#RU A 
cOE tTfflfflU 7*U b r i n eit^MgSO, 8 

^77>f - (CHClj /MeOH40/l) "Cfiffi L 
AcOEt-^ v^d t°;l/x-x;Wl^^tc 
iDI&iUbU <fc-fr^2 3, 4 8 5mg (4 7%) 

/Co 

[ 0 0 9 4 ] 1 HNMR (DMSO-d 6 ) 6 ; 1. 72 - 1. 78 (m, 2 
H). 3.11 - 3.16 On, 2H), 3.144 (s. 3H), 4.227 (s, 3 
H). 4.451 (t, 3H. J = 5.0Hz). 4.846 (t, 2H, J = 7. 
5Hz), 7. 38 - 7.44 (m, 2H), 7.629 (ddd. 1H, J = L 2H 
z, 7. 0Hz, 8. 2Hz). 7. 653 (ddd, 1H, J = 1. 2Hz. 7. 1H 
z, 8. 3Hz), 7.766 (d. 1H. J = 8.2Hz), 7.861 (d, 1H, 
J = 8.3Hz), 9.129 (d, 1H, J = 7. 9Hz), 9. 157 (d. 1 
H, J = 7. 9Hz). 

Fab-MS (m / z) ; 412 (M+l) * 

[0095] mmm 2 3 2 4 

\t%%2 3, 376mg (0. 914mmol) £DM 

MX7^>721mg (2. 7 5mmol)5^l 
0. 14ml (2. 7mmo 1 ) *Jnx.SfiT3BfHtB 
}$L/Co 7jc£Jn*TKJES£#itU AcOE tTttffi 
U 7jc N b r i n e®WgS0 4 fia»L*«C*a* 
L/c 0 ?^ii/'J^yM7AJp7h^77^- (A 
cOE t/hJU*-> 1/15) TffiNRU ft*tt2 
4. 372mg (86%) £?#/c 0 
[0 0 9 6]' HNMR (DMSO-d, ) 6 ; 2. 00 - 2. 07 (m, 2 
H). 3.124 (s, 3H), 3.151 (t, 2H, J = 6.4Hz), 4.231 
(s. 311). 4.925 (t. 211, J = 7.2Hz), 7.40 - 7.45 On, 
211), 7.62 - 7.68 (m, 211), 7.765 (d, 111, J = 8. 311 
z), 7.872 (d, III, J = 8.3Hz), 9.106 (d, 1H, J = 7. 
8Hz), 9. 135 (d, 111, J = 8. lllz). 
Fab-MS (m / z) ; 474 (Mfl) 4 
[0 0 9 7] mmm2 4 ffr&«r2 5 
ft&%2 4. 180mg(0. 38mmol)£DMF 
2 5mli:g^U 5 0%>?^7 < -;L/7 = >7j<jg?6 0. 1 
4ml (1. 6mmo 1 ) £Jra*SfiT— g£ffij$L 

SiL/Co g B ^CHCI 3 fc*»U 0. 8 8M 
CI (AcOEtM) *Jnx.^fflT'lBfPa»j$Lfco 
4= Ufctt«*8»U A c 0 E t TifefrftttETK* 
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L. <t&<ya 2 5. 147mg (81 %) £?#fc 0 
[0 0 9 8]' HNMR (DMSO-d, ) <5 ; 1. 90 - 1. 99 On, 2 
H). 2. 570 (s, 3H), 2. 908 (t, 2H, J = 7. 7Hz). 3. 143 
(s. 3H), 4. 227 (s, 3H), 4. 820 (t, 2H, J = 7. 9Hz). 
7. 434 (ddd, 1H. J = 0. 9Hz, 7. 0Hz. 7. 9Hz), 7. 63 - 
7. 70 (m. 2H). 7. 765 (d. 1H. J = 8. 3Hz). 7. 946 (d. 1 
H, J = 8.3Hz). 9.123 (d, 1H, J = 7. 9Hz), 9.156 (d. 

1H. J = 7. 9Hz). 
Fab-MS On / z) : 439 (MH) ' 

[0099] mmm 2 5 it^m 2 6 

^UfetfiJ 2 4 K2p IT. ft-^ 2 4 . 8 1 m g ( 0 . 17 

0 mm o 1 ) . 4 0 %> fVUT ^ >7kfei& 0 . 14ml 
CI. 8mmo 1 ) . #Z>*0. 8 8SSHC I (AcO 

E t&m <fc9. 4t<&®2 6s 4 7m g (6 2%)4# 

/Co 

1 HNMR (DMS0-d 6 ) 6; 1. 80 - 1.87 <m. 2H), 2. 362 (t, 
2H, J = 5.4Hz), 2.505 (s, 3H). 3.171 (s, 3H). 4.2 

40 (s, 3H), 4. 864 (t. 2H, J = 7. 6Hz), 7. 447 (t. 2 
H, J = 7. 3Hz). 7. 668 (ddd, 1H. J = 1- 1Hz, 7. 3Hz, 
8.4Hz), 7.682 (ddd, 1H, J = 1. 1Hz, 7- 3Hz, 8. 4Hz), 
7.788 (d, 1H, J = 8.4Hz). 7.946 (d, 1H, J = 8.4H 
z), 9. 142 (dd, 1H, J = 1. 1Hz, 7. 3Hz), 9. 173 (d, 1 
H. J = 7. 3Hz). . 
Fab-MS (in / z) ; 425 (MH) ' 

[O 1 0 0] Sdife#J2 6 -fk^2 7 
m&&\2 4 l;t> -fb^2 4. 7 6mg (O. 16 
mm o 1 ) . yxf^7 i > 0. 17ml (1. 6 mm 
oD.JtfO. 8 8M.7£HC\ (AcOEt^jg) J; 
*K -ft** 27. 58m g (74%) *»fco 
1 HNMR (DMSO-d, ) 8 ; 0. 940 (t, 6H, J = 7. 3Hz), 1. 90 
- 1. 99 Cm. 2H), 2. 74 - 2. 79 (■. 2H), 2. 85 - 2. 90 
On, 411), 3.201 (s, 3H), 4.249 (s, 3H), 4.882 (t, 2 
H, J = 7- 3Hz), 7. 458 (ddd. Ill, J = 1. 0Hz. 7. 0Hz, 
8.01iz). 7.681 (ddd. 1H. J = 1.2Hz. 7.0Hz, 8. 2Hz), 
7.689 (ddd, 1H, J = 1. 2Hz, 7.0Hz, 8. 2Hz). 7.810 
(d, 1H, J = 8.2Hz), 7.970 (d, 1H. J = 8. 2Hz), 9.15 
1 (dd, 1H, J = 1.2Hz. 7.8Hz). 9.189 (dd, 1H, J = 1. 
2Hz, 8.0Hz). 

Fab-MS On / z) ; 467 (MH) ' 
[OlOl] %mm 2 7 <ffc<&4$3 2 8 

$m®\ 2 4 \zm i;t. ititto 24. 74m g (0. 1 e 

mmol). fp'J^>0. 13ml (1. 6mmo 
D.RO'O. 8 8gSHCl (AcOEtM) <t 
1) . itte® 28. 54mg (67%) &fttz 0 
'HNMR (DMS0-d 6 ) <5 ; 1.71 - 1-74 (m, 2H), 1.85 - 1. 
93 On, 4H), 2. 76 - 2. 80 On, 211). 2. 93 - 2. 98 On, 2 
H), 3.190 (s. 3IO. 4.241 (s, 311), 4.859 (t. 211, J 
= 7.6Hz), 7.44 -7.48 (m, 2H), 7.66 - 7.71 On, 2H), 
7. 802 (d, 1H, J = 8. 2Hz), 7. 958 (d. 1H, J - 8. 3H 
z), 9.152 (dd, 1H, J = 0. 5Hz. 7. 9Hz). 9. 188 (dd. 1 
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H, J = 0.5Hz. 7. 9Hz). 

Fab-MS On / z) ; 465 (MH) ' 
[0102] mUtm 2 8 ft-fctt 2 9 

•ft-S-^j2 4. 180mg (0. 38mmol)£DMF 
2 5m!i:i»U tM'J>0. 0 6 6ml (0. 7 
6mmo 1 ) *JniLT7U^>»ffl«T8 0*CT3!flHI« 

h?'77^-(CHC] ) /MeOH50/l) TflWi 
10 Lfcc CMAcOE UCig8?U 0. 8 8JSSHC1 

(a c o e t ^) *inx.aaT i m?$mwLtz a zlv 

tzttSkZW®. Is A c O E t TZ&ft^iSEETfa© U -ft 
£-<8> 2 9 . 138mg (70 96) *»jfc„ 

[0 10 3] 'HNMR (DMSO-d, ) 5; 1.9-2.1 (br, 2 
H), 2. 8 - 2. 9 (br. 2H), 2. 9 - 3. 0(br. 2H). 3. 173 
(s. 3H). 3. 2 - 3. 3 (br, 2H), 3. 5 - 3. 7 (br, 2H), 
3.8-3.9 (br, 2H), 4.226 (s. 3H), 4.810 (t, 2H, J 

= 7.7Hz), 7.436 (ddd, 1H, J= 0. 9Hz, 7.1Hz, 8. OH 
z). 7. 659 (ddd. 1H. J = 1. 2Hz, 7. 1Hz, 8. 3Hz), 7. 67 
20 3(ddd. 1H. J = 1. 2Hz, 7.1Hz, 8. 3Hz), 7.767 (d, 1H, 

J = 8.3Hz), 7-941 (d, 1H, J = 8. 3Hz), 9.117 (dd, 1 
H, J = 1. 2Hz, 8. 0Hz), 9. 149 (dd, 1H, J = 1. 2Hz, 8. 
0Hz). 

Fab-MS On / z) ; 481 (MH) * 
[0104] mMW 2 9 { t^Ml 3 0 

2 8 Cfbt, -fk-fctt 24. 84mg ( 0 . 18 
mmol). l-^f^f^-^VO. 2 0ml (1. 
6mmo 1 ) . RaO. 88£l5gHCl (AcOEtS 
m £ ») . fc&to 30. 65mg (67%) 

30 1 HNMR (DMSO-d, ) 5 ; 1. 8 -2. 0 (br, 2H), 2. 4 -3. 6 (b 
r, 10H), 2.511 (s. 3H). 3.166 (s, 3H), 4.243 (s, 3 
H), 4.853 (t. 2H, J = 7.2Hz), 7.439 (t, 1H. J = 7. 
3Hz), 7. 447 (ddd, 1H, J = 0. 8Hz, 7. 0Hz, 7. 8Hz), 7. 
657 (ddd. 111, J = 1.0Hz. 7. 3Hz. 8. 3Hz), 7.683 (ddd, 
111, J = 1. 1Hz. 7. 0Hz, 8. 1Hz), 7. 794 (d, 1H, J = 
8. 3Hz), 7. 953 (d, 111, J = 8. 1Hz), 9. 140 (d. 1H, J 
= 7. 3Hz), 9. 165 (d, 111, J = 7. 8Hz). 
Fab-MS (m / z) ; 494 (MH) ' 
[0105] mifcm 3 0 fc&to 3 1 

40 At^%2 6. 8 6mg (0. 1 8 mm o 1 ) £T H F 5 
m 1 . M e O H 5ml ©?l-&-f£8UCjg#? L. /□^'t 
-;l/0. 0 5 6ml (0. 7 8 mm o 1 ) #I>*->7V7j< 
?ik<b*V%Sj- hV^A48mg(0. 7 6mmo 1 ) £ 
iJOX.. 1 0%gfc@? (Me OH^t) T'pH^r5~7tC|^ 

m$K7k, b r i n e^-JjQX.. T H F T'fifitU b. b 
r i neWMgSO< ft*U&a*9*Lfco ^ 
Zffim? -f - (C HC 1 3 /M e OH/7 

>^7tK 2 0 0/9/ 1 ) T'ffi$¥&. C H C 1 3 K 
50 Mis 0. 8 8£15£HC1 (A c OE t jgffi) ^rJlD^. 
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^Vl^mmWUCo 4b/:tt^SKL, AcOE 
tTjfefr&«ET«J»U fate® 3 U 55mg (7 1 
96) %%Ko 

[0 10 6] 1 HNMR (DMS0-d 6 ) 8; 0.718 (t, 3H, J = 
7. 4Hz), L 35 - L 43 (n, 2H), 1. 93 - 1. 99 (m, 2H), 
2.516 (s. 3H), 2.72 - 2.87 (n, 4H). 3.172 (s. 3H). 

4. 240 (s, 3H), 4. 847 (t, 2H, J = 7. 7Hz). 7. 43 - 
7.47 On, 2H), 7.673 (ddd, 1H, J = 1.2Hz, 7.0Hz, 8. 
2Hz). 7.683 (ddd, 1H, J = 1.2Hz. 7.1Hz, 8. 3Hz), 7. 
788 (d, 1H. J = 8. 2Hz), 7. 960 (d, 1H, J = 8. 3Hz), 10 
9.141 (dd, 1H, J = 1.2Hz, 7.8Hz), 9.175 (dd, 1H, J 

= 1. 2Hz, 7. 9Hz), 9. 6 - 9. 8 (br, 1H). 
Fab-MS (m / z) ; 467 (Mtl) 1 

[0107] mmm 3 1 3 2 

4 l ¥V-Jl5 Omg (0. 73mmol)£DMF8 
mli:S«fU 0*CT 6 0%7miti-b 4mg 

(0. 6 Ommo 1 ) *Jfli x 7;H* >#ffiSTF 1 0# 
B»JfLfe^ft^ft2 4^ 8 6mg (0. 1 8 mm o 

1 ) *llDi*ja-C2 O^H«»Lfco **in;iTRl£* 
#jJLU A c OE tTttfflU 7K. b r i n eifciMSM 20 

5 7 -f - (CHC I 5 /MeOH/h'J -xfvl/7 = > 

2 5/1/1) CHC1 3 ICjgtfU O. 8 
8«£HC1 (AcOE t»ft) *lD^iSTlBfH» 
}$L/c 0 £ l;fcfl:»t«K U A c 0 E t Ti5fe*»«EE 
T*a»U ft£«|3 2. 5 3mg (62%) *?ffc 0 

[0 10 8] 1 HNMR (DMS0-d 6 ) 5; 2. 10 - 2.18 (in, 2 
H), 3.172 (s, 3H), 3.980 (t, 2H t J = 7.0Hz), 4.144 
(s, 3H), 4.831 (t, 2H, J = 7. 4Hz), 7.434 (d, 1H, J 
= 1. 7Hz), 7. 440 (ddd. 1H, J = 0. 7Hz, 7. 1Hz, 7. 8H 30 
z), 7.444 (ddd, 1H, J = 0. 9Hz, 7.0Hz, 7. 9Hz), 7.48 
.0 (t, 1H. J = 1.7Hz). 7.647 (ddd, 1H, J = 1. lHz,7. 
1Hz, 8.2Hz), 7.681 (ddd, 1H, J = 1. 2Hz. 7.0Hz, 8.2 
Hz), 7.757 (d, Hi, J= 8.2Hz), 7.861 (d, 1H, J = 8. 
2Hz). 9.137 (d, 1H, J = 7.8Hz), 9.156 (d, 1H, J = 
7. 9Hz). 

Fab-MS (m / z) ; 462 (Mil) 1 
[0 10 9] %m9t3 2 ffc£«3 3 
4t&fyl2 4, 4 4 8mg (O. 95mmoI)£DMF 

3 0ml ICjgjffU 7 : J<t± h'J>)A186mg (2. 40 
8 6mmo 1 ) itoZTJlsJ >gffl&T 1 0 0°CT4E# 
?mWUz.'&^UX&mtWU^ 7jc. b r i n e£ta 
X.T&££#itU THFT'ftifflU brin eWm 

5A?n7h^57-f - (AcOEt / h;l/jc> 1/2 
5) T»»U ft^tt3 3, 3 4 8mg (8 4%) 

[0 110] 1 HNMR (CDClj) 6; 1.73 -1.80 (m, 2H), 
2.861 (t, 2H, J = 6.2Hz), 3. 280(s, 3H), 4.170 (s, 
310, 4.802 (t, 2H, J = 7.1Hz), 7.41 - 7.48 (m, 2 50 
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H), 7. 53 - 7. 66 (m, 4H), 9. 24 - 9. 30 (id, 2H). 
Fab-MS (ra / z) ; 437 (Mil) 1 

[oiii] mmmss it£®3 4 

it&%}3 3. 3 4 3mg (0. 7 9mmo 1 ) £DMF 
7m]{Cjgft?U 2 0%Pd (OH) 2 /C , 176 

J&«**5*f ha«Lfc«»ET*tt£9*U ££££ 
^•JAWJA^n? (CHC 1 3 /M 

e O H/7 V^e-TzK 2 0 0/1 0/1 ) Tl§S& N 
-f y^o/NV-;l/J;?)i!ft*LTx ft^«3 4, 162 
mg (5 0%) £ftt: 0 

[0 112] 1 HNMR (CDClj) 8; 1.65 - 1.73 (m, 2H). 
2.242 (t, 2H. J = 6.8Hz). 3. 299(s. 3H), 4.175 (s, 
3H),. 4.812 (t. 2H, J = 7.1Hz). 7.41 - 7.47 (n, 2 
H), 7.51 - 7.66 (m, 4H), 9.25 - 9.31 (m, 2H). 
Fab-MS (di / z) ; 411 (Mil) 1 

[0113] mmms 4 ^35 

^4*3 4 N 84mg (0. 20mmol)£DMF2 
m],x^;^3ml ©fi-fr*ttE#c»ffl!Lx R»7jc3R 
th'J^Al 7mg (0. 2 0mmol) W3, 5- 

yyfvi/fcf 5 l -*;u^:**>7 5 y> -IBSS 

62mg(0. 3 1 mm o J ) ^JjOx.. 5 B#BJnfftaisS 

?:fi?D7F?77^» (CHC ] 3 /Me OH/7 
>*-77jc 4 4/1 0/1) TfcSSU 2 0%x^y 
-^Th'Jf- a L/-> 3 >*fit£l\ ft^»3 5 N 4 9 
mg (5 3%) &ntZo 

[0 114] 1 HNMR (DMS0-d s ) 8; L 73 - 1.78 (m, 2 
H), 2.78 - 2.83 (m, 2H), 3.178 (s, 3H), 4.226 (s, 3 
H), 4.825 (t, 2H, J = 7.4Hz), 6.6-7.2 (br, 311), 
7.352(t, 111, J = 5.6Hz), 7.442 (ddd, 1H, J = 0. 8H 
z, 7. 1Hz, 7. 9Hz). 7. 447 (ddd. Ill, J = 0. 9Hz. 7. 1H 
z, 8.0Hz), 7. 662 (ddd, 111, J = 1.2Hz. 7.1Hz, 8. 3H 
z), 7.681 (ddd. Ill, J = 1. 2Hz, 7.1Hz, 8. 3Hz), 7.77 
9 (d, 1H, J = 8.3Hz), 7.881 (d, 1H, J = 8. 3Hz), 9. 
145 (d, 1H. J = 7.9Hz), 9.177 (d, 1H, J = 8.0Hz). 
Fab-MS (id / z) ; 453 (MH) 1 

[oils] mmms 5 6 

4k&®2 2. 4 6 4 mg (1. 1 8mmo ] ) £THF 
2 0m 1 acjff U i>>2m Hr»»U BWMt*XiV 
A3 Omg (0. 12mmol) MN-yf;l/^ 
'J>-N-t+*>K5 5 7mg (4. 75mmo])£ 

&?ft£in;LTKJS£f?itU T H FT'JfttU *ig». 
brineft»»MgS0 4 e«L«tt*S*Lfco « 
$*'> , J^^7A^P7^77^- (CHC I, 
/MeOH 5 0/1) TfifKU ^^3 6. 191 
mg (3 8%) £?#fc 0 

[ 0 1 1 6 ] 1 HNMR (DMSO-d s ) 8; 3.144 (t, 2H, J = 
5.4Hz), 3.173 (s, 3H), 3.63 - 3.72 (m, III), 4.248 
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(s, 3H). 4. 445 (d, 1H. J = 5. 6Hz), 4. 668 (t, 1H, J 
= 5. 4Hz). 4. 787 (dd, 1H, J = 8. 5Hz, 14. 9Hz). 4. 96 
4 (dd, 1H, J = 3.7Hz. 14. 9Hz). 7.35 - 7.44 (m, 2 
H), 7.56 - 7.68 (■. 2H), 7.769 (d. 1H. J = 8.3Hz), 
7.839 (d. 1H. J = 8.3Hz), 9.138 Cd. 1H, J = 7. 8H 
z). 9. 167 (d. 1H, J = 8. 1Hz). 
Fab-MS (n / z) ; 428 (MH) ' 

[oi i7] mmm 3 6 o&m 3 1 

Its® 3 6. 121mg (0. 2 8mmo 1 ) £DMF 
BmlCSMFU TJU=f>&m*.T-2 OtT' MJ 7* 
=-)\>i£7*-J H >4 4 5mg ( 1 . 70mmol) TkXS-% 
310. 089ml (1. 5 mm o 1 ) ^^Z.W&XWdL 
MW LK 0 fc&l!HjLXR6&jc:W± U A c 0 E t Tttffl 
U 7k. b r i ne«MgSO, f£j& Ligj&^rS* 
Lfz 0 ^^v";*y"M7A?D7(-/77-( - (A 
cOEt/h^x> 1 / 3 0 ) T'fitSi! U ffr&fc 3 
7 . 9 0 m g (61%) £»fc 0 

[01 18]' HNMR (CDClj ) 8 ; 2. 743 (dd, 1H. J = 
4.4Hz, 11.5Hz), 3.018 (dd, 1H. J=4.6Hz, 11.5Hz), 
3.301 (s. 3H). 4.179 (s, 3H), 5.067 (dd, 1H, J = 
6.8Hz, 12.0Hz), 5.076 (dd, 1H. J = 5.4Hz, 12. 0Hz), 

5. 10 - 5. 19 Cm. 1H), 7. 44- 7. 49 (m, 2H), 7. 54 - 
7. 70 (m, 4H). 9. 258 (dd, 1H, J = 0- 7Hz, 7. 8Hz). 9. 
271 (dd, 1H, J = 0.7Hz, 8. 1Hz). 
Fab-MS (m / z) ; 519 (M+l) ' 

[01193 3 7 fb&tt 3 8 

-fb-^-^3 7> 103mg (0. 2 0mmol)£DMF 

3ml trig*? U 5 0%V>t <f-JVT 5 >zK^«cO. 4 7 
ml (5. 2 mm o 1 ) Ufc 0 

L/C W&ftfcl&RV&fcH^n^h^:?*- (CHC 
1 3 /M e OH/ h V xf;l/7 i > 25/1/1) t? 
*jtfi&-> CHC1, O. 8 8jt&£HCl (A 

coe t&m &to*-&s.~c lMfmmwLfro 

a c o e t **iwusfl*ffej5ss-ti\ ^b^ajR*«]R 

U A c O E t TifejMft«ffiTey»U fl^tt 3 8,5 
7m g (5 8%) £?#fco 

[0120]' HNMR (DMSO-ds ) 5 ; 2. 500 (s, 6H), 2. 5 
- 2. 7 (br, 211). 3. 188 (s, 3H), 4. 0 - 4. 2 (br, 111), 
4. 242 (s, 311), 4. 82 - 4. 93 (m. 211), 5. 267 (d, 111, 
J= 6.6Hz), 7.41 - 7.46 (m. 211), 7.62 - 7.70 (m, 2 

H). 7. 775 (d, 111, J = 8. 3Hz). 7. 967 (d, 111. J = 8. 

3Hz). 9.140 (d, 1H, J = 7. 8Hz), 9.192 (d, 1H.J = 

7.8Hz). 9.4 - 9.6 (br, 1H). 

Fab-MS (m / z) : 455 (MH) 
[0121] %mf\ 3 8 4t&fo 3 9 

•ftS^-^j2 4. 112mg (0. 24 mmo 1 ) £v??P 
p^^>2 0mli:g)»U T^^VfiSvTO'CT^ 

jpo^ fA/tl-ib^— "rJbO. 125ml (2. 38 

mmo 1 ) Rtfl. 0MH&itf-^> (^do^^> 
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jg#D 2. 4ml (2. 4 mm o 1 ) ^SDX-^fiT' 3 B# 
fSJgftL/c p H 7 'J ymW&feZI&Z-X&fc.Z'&it 
U •b7-f ^oo Hi U 7k. b r 

i n e 25fc&&M g S 0 4 *S*U&«E*B*U 3 
9. 1 2 5mg C£ftW) *f*fe. 

[0 12 2] Fab-MS (m / z) ; 531 (MH) ' 

[0 12 3] %mmZ 9 {fc-&ft4 0 
-fk^3 9. 126mg(0. 24mmol)i^D 
□ ^>5 0 0nili:g)»U ^ ^OPiiS.&l^ 
10 1. llg(3. 5 4mmo 1) MKtoffh'J 1 ? 
A2 9 5mg (3. 5 1 mm o 1 ) ^-JH^iST 2BH 
JRj$ Ufc. B.fc%LK p H 7 'J V®^®^^.^®^®^- S 
y)A9 0 0mg (7. 1 5mmo 1) ^-JOXTfilE^ 
f?ikU i>?PP>^>T'ttti}g:MgSO. "paSUgSE 

-(CHC1, /MeOH 100/1) -CiMilfcx f# 
^«MDMF4mli:g«U 5 0%Wf;b 
T$>7ki&7&0. 8 3ml (9. 2mmo 1 ) ?:ftlxS 
JST 2 ^HiS}$ bfco RfiS*l-**H0^.x AcOEtf 
20 iSiiSU ?K b r i nej5fe^MgSO, $fc&Ligi&£ 
®*L/c 0 ££££i$/i:7 0^ ^77^- (CHC 1, 
/Me OH/T^-TTk 5 0 / 1 0 / 1 ) 
^ Wt>tL7tt0*^CHC 1 , KjgftPU 0. 8 8jK5£ 

h c i ( a c o e t ig#o 4iox.fsx- 1 mmmw u 

/Co &Urt:2tlft*iM*U A c O E t -C*^*«ffiTft 
-fb^4 0. 1 8mg (16%) £#fc 0 
[0 12 4] 1 HNMR (DMS0-d 6 ) 5; 1.81 - 1-85 (m. 2 
H), 2. 556 (s, 6H), 2. 8 - 2. 9 (br, 211), 3. 179 (s, 3 
H). 4. 109 (s. 3H), 4. 698 (t, 2H, J = 7. 6Hz), 7. 122 

30 (dd, 1H. J = 2.5Hz, 8. 7Hz), 7.139 (dd, 111, J = 2. 6 
Hz, 8.8Hz), 7.569 (d, 1H, J = 8.7Hz), 7.716 (d. 111. 
J = 8. 8Hz). 8. 558 (d, 1H, J = 2. 5Hz). 8. 592 (d, 1 
II. J = 2. 6Hz). 9. 356 (s, 1H), 9. 392 (s, 111). 
Fab-MS (m / z) ; 471 (MH) ' 
[0125] $zmW\ 4 0 4b&%B 4 1 mJ-Vctefyl 4 2 
mi fe^fcHk-^ 8 9 . 5 . 15g (13. Ommol) 
£DMF 3 0ml h7l/^>6 Om 1 Tfr 
=f>#ffl^T- 2 0*CT2/ll ^Atert-y h*i<> K 1 . 
45g(12. 9mmol) £i[lx.. 1ST 3 0 frfiM 

40 »W:W-2 Otl^iplT, ^ft7'JM. 12 
ml (12. 9 mmo 1 ) ^SlI*. 0 <CT' 2 H#|igjgJ$ L 
«ffiT#ME*S*U **jftDX.-CTHFT«lliiU 
brin eftMMgSO, $&»U&flE*S*bfco 38 
££->'J il >f fril z> 1*9 P7 (AcOEt 
/h;l/x.> 1/1 5) tftSLtl, v??pp^> 
fhyfalz-^g^tSCtia^ 4 : 1 ©ftSU 
'HitWft'fr'toi: LT^^4 K 555mg (10%). 
Stfiji— ©{fcSJWfetti LTYb-&«4 2 „ 8 9 8 m g 
(16%) £»fco 

50 --fk-g-^4 1 
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1 1INMR (CDCli) 5; 1.63 - 2. II On, 6H), 3.80 - 3.88 
Go, HO, 4.15 - 4.20 (m, 1H), 4.774 (d, 1H, J = 1 
6.6Hz). 4.904 (d, 1H, J = 16.6Hz), 5.03 -5.08 Cm. 
1H), 6.24 - 6.34 (n, IB), 7.15 - 7.58 (m, 6H), 7.7 

7 - 7. 82 On, 1H), 8. 493 (brs. 1H), 9. 227 (d, 0. 8H. 
T = fi 1HzV 9.409 (6. 0.2H. J = 8.3HzV 
Fab-MS (in / z) ; 436 (MH) 1 

•ft*«4 2 

1 HNMR (DMSO-d B ) 8; 1. 56 - 1.61 Cm, 211), 1.73 - 1. 
87 (m, 2H), 2.00 - 2.14 (b, 2H), 3.63 - 3.69 (n, 1 10 

H) , 3.99 - 4.02 (m, 1H), 4.747 (dd, 1H, J= 1.5Hz, 
17.1Hz), 5.053 (dd, 1H, J = 1.5Hz, 10.4Hz), 5.084 
(d, 1H. J = 17.3Hz), 5.138 (d, 1H, J = 17.3Hz), 5. 
462 (dd, 1H, J = 2.0Hz, 11.0Hz), 5.593 (d, 2H, J = 

4.6Hz), 6.178 (ddt, 1H, J = 4. 6Hz, 10- 4Hz. 17. 1H 
z), 7. 242 (ddd, 111, J = 0. 9Hz, 7. 0Hz, 7. 9Hz), 7. 36 

8 (dd, 1H, J = 7. 2Hz, 7. 8Hz), 7. 455 (ddd, 1H. J = 
1.2Hz, 7.0Hz, 8.2Hz), 7.542 (ddd, 1H, J = MHz, 
7.2Hz, 8. 3Hz), 7.711 (dd, 1H, J = 0. 9Hz, 8. 2Hz), 
7.762 (d, 1H, J = 8.3Hz),8. 177 (d, 1H, J = 7. 8Hz), 20 

9.305 (d, 1H, J = 7.9Hz), 11.573 (s, 1H). 
Fab-MS (n / z) ; 436 (Mil) 4 
[0 12 6] %KfH4 1 ffc£*4 3 
<frfr1»4 K 2. 05g (4. 7 1 mmo 1 ) £THF 
3 0 0 m I |C*# U 4»g2 4 0ml'^t6 
0°CT^mWUz o ^&IC#£p&7K££nx.. AcOE 
tT'ttfflU 7jc N b r i n eftMMgSO^ $£&L?g 

TrtH\ «ETfHagU nt>tliz&£k£DMF 3 0ml 
&Cfh;l/x>6 Om Uzmmb, 7^>#l^TO°C 30 
T'6 OWzKSSfb:*- h y^A3 2 7mg (8. 18mmo 

I) 5^r»L/:^\ 3Wf;bO. 6 
lml (9. 8mmo 1) *MtSi5t2. 5 BflffljK 
#L/c D «ET««*9*Ln. ^^i^jc^Jn^TA c 0 
E t T'tttB U 7jc % brine ft^&M g S 0* fejft L 

(AcOE t/ h;Ux> 1/8) T'ft$hT£C 
iKitK ft£tt4 3,1. 1 5 g (6 4%) £4 : 1 

[0127]' HNMR (CDC1 3 ) S ; 3. 298 (s, 3H), 3. 980 40 

(s, 2.4H), 4.065 (s, 0.611), 4.747 (s, 0.4H), 4.75 
5 (s, 1. BH), 4. 960 (ddd, 0. 411, J = 1. 9Hz ( 1. 9Hz, 
3. 9Hz). 5.072 (ddd, 0.411, J = 1. 9Hz, 1.9Hz, 3. 911 
z), 5.39 - 5.45 (m, 211), 6.15- 6.23 (m. Ill), 7.35 
- 7. 39 (m, 210, 7. 42 - 7. 56 (m, 4H), 7. 85 - 7. 88 
(in, 1H), 9.54 - 9.57 (m. 1H). 
Fab-MS (m / z) ; 380 (MM) * 

[0 12 8] mtl&Vt* 2 <fc^tt4 4Smt4 5 
7j^fc*^^- MJOA4 8 9mg (1 2. 9mmo 

1 ) £THF 3 Om 1 KKiSS-ti\ 7^>fBSTO 50 
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^T'3^^1. 59g (6. 2 8mmol)^Tl 
SfrfflMWMZo :tl^t4 3, 1. 13g (2. 
99mmol)OTHF (100ml) 5#Hljfr> 

/Co SK««:O^K»flU iaS*»kfhV)A* 

0£H«#Lfco ElStt*7jcT*RU AcO 
E t T'JSJH 7^ b r i n eft»ftMgS0 4 f&SL 

>-r*££U:ck*K ft^tt4 5. 9 2 8mg (78%) 

*4 : i<D&wm&ftm&%dtbTmzo zt>\zmm$: 

CHC1, x M e 0 Hfi^jgflE (50 : 1) Th'Jf-a 
u-s/g vracttcj; 0^1:^4 4. 1 2 5mg 
(11%) *»fc 0 
■fls£«4 5 

1 HNMR (DMS0-d s ) S; 1.68 -1.82 <m, 2H), 3.143 (t, 
0.4H, J = 6.1Hz), 3.204 (t, 1. 6H, J = 6.1Hz), 3.0 
-3.7 (br, 1H), 3.233 (s, 2.4H), 3.240 (s, 0. 6H), 4. 
185 (s, 2.4H), 4. 237 (s, 0. 6H), 4. 808 (t, 0.4H, J 
= 7.8Hz), 4.839 (t, 1.6H, J = 7. 6Hz), 4.984 (s, L 
6H), 4.991 (s, 0.4H), 7.23 - 7.32 (n, 1H), 7.33 - 
7.40 (m, 1H), 7.47 - 7. 60 (n. 2H), 7.66 - 7.87 On, 
2H), 9.419 (ddd, 0. 8H, J = 0. 6Hz, 1. 1Hz, 8.0Hz), 
9. 454 (d, 0. 2H, J = 8. 0Hz). 
Fab-MS (m / z) ; 398 (Mil) 1 
•>ffc£fe/4 4 

1 HNMR (DMSO-d,) 6; 0.687 (d, 3H, J = 6.1Hz), 3.25 

3 (s, 311), 3. 89 - 3. 96 (n. 1H), 4. 202 (s, 3H), 4. 6 
61 (d, 1H, J = 6.8Hz), 4.670 (dd, 111. J =5. 9Hz, 1 
4.7Hz), 4.845 (dd, 1H, J = 7.1Hz, 14.7Hz), 5.029 
(s, 211), 7.297(ddd, 111, J = 0. 9Hz, 7.0Hz, 7. 9Hz), 
7.34 - 7. 39 (m, 111), 7.528 (ddd, 1H.J = 1.2Hz, 7.0 
Hz, 8.2Hz), 7.542 (ddd, 1H, J = 1.2Hz, 7.0Hz, 8. 2H 
z), 7.689 (d, 1H, J = 8.2Hz), 7.867 (d, 1H, J = 8. 
2Hz), 8.023 (d, lil, J = 7. 8Hz), 9.408 (d, 1H, J = 
7. 9Hz). 

Fab-MS (m / z) ; 398 (Mfl) 1 
[0 12 9] Hffi#J4 3 fls£tt4 6 
mi&ffl2 3IC*l;T. 1t&ty}4 5, 8 3 5mg (2. 1 
OmmolK h U 7x^X7-1 > 1 . 6 5g 
(6. 3 0mmol),S[>M0. 22ml (4. 3 
mmo 1 ) <t<£fy)4 6. 456mg (4 7%)* 

4 : 10ttfllHttft:fi^tttUT?#fco 
[0 13 0) 1 HNMR (CDC1,) S; 1.97 - 2.10 <m, 2H), 
2.877 (t, 0.4H, J = 6.2Hz), 2.959 (t, 1. 6H, J = 

6.3Hz), 3.347 (s, 2.4H), 3.351 (s, 0. 6H), 4.125 
(s, 2. 411), 4.211 (s, 0.6H), 4.857 (s, 1.6H), 4.891 
(s, 0.4H), 4.894 (t, 2H, J =7. 0Hz), 7.65 - 7.41 
On, 211), 7.46 - 7.58 (m, 3H), 7.61 - 7.66 (id, 1H), 
7. 89 - 7. 93 (a, 111), 9. 529 (ddd, 0. 8H, J = 0. 7Hz, 




1. 2Hz, 7. 9Hz), 9. 554 (d, 0. 2H, J = 7. 9Hz). 
Fab-MS (m / z) ; 460 (Mil) 1 

[0 13 1] %ttff)4 4 *b-&«r4 7 
SOflS«2 4«Cipl;-C. ft-&ft4 6 % 125mg (0. 2 
7mmo 1) . 5 0%v^f-;l/T^ >*MO. 1 0 m 

1 (1. lmmo 1 ) ^ RtfO. 8 88SHC1 (Ac 
OE t*«) cfcfJx ft** 4 7. 4 4mg (3 9 96) * 
5 : lCD{ifi^tt^?S**<!rLT?#fco 

[0 13 2] 1 HNMR (JgJft&S) (CDC1 3 ) $ ; 1.61 - 
1.74 (m, 2H), 1.895 (t, 0. 33H, J= 6. 8Hz), 1.953 
(t, 1. 67H P J = 6. 8Hz), 1. 972 (s, 1. OH), 2. 002 (s, 
5. OH), 3. 330 (s, 3H), 4.091 (s, 2. 5H). 4.172 (s, 0. 
510, 4.702 (t. 0. 33H, J = 7. 4Hz), 4.750 (t, 1. 67H, 

J = 7.4Hz), 4.819 (s, 1. 67H), 4.839 (s, 0. 33H), 7. 
32 - 7.40 (m, 2H), 7.46 - 7.64 On, 4H), 7.87 - 7.9 
1 (n f 1H), 9.533 (dd. 0. 83H, J = 1. 0Hz, 8.0Hz), 9. 
563 (dd, 0. 17H, J = 1. OHz, 8. OHz). 
Fab-MS (m / z) ; 425 (Mil) 4 

[0133] gMffl 4 5 it&Va 4 8 
|Hifc#J4 1 IC^UT. -ffrfrtt4 2.2. 05g (4. 7 

lmmol) 14g (64W t» 

fzo mM&12 2K*L;t. #bnwf-;Wi. l 3 g 
iO,7;^-;i4i. lOg (9 2%) «#/; 0 ftffi 
#J2 3 IC^bT. ?#t>tlfcT^^-^8 3 5mgi 
»j % 7u*#4 56mg (4 7%) £?#*io 2 4 

IC^bT. f bn/^o^l 5 2mg ffc-&4»4 

8. 86mg (82%) £t#/c 0 0 

[0 13 4] 1 HNMR (iBMttSX) (CDCl, ) 6 ; 1.67 - 
1.72 (m, 2H), 1.772 (t, 211, J = 6.1Hz), 1.96 - 1.9 
9 (m, 411), 3.336 (s, 3H), 3.34 - 3.43 Cm, 4H), 4.1 
12 (s. 3H), 4. 829 (s, 2H). 4. 840 (t, 2H, J = 6. 9H 
z), 7.34 - 7.40 On. 2H), 7.470 (d, 1H, J = 8.1Hz), 

7.50 - 7.56 (m, 2H), 7-623 (d, 1H, J = 8.1Hz), 7. 
890 (d, 1H, J = 7.6Hz), 9.513 (d, 1H, J = 8.0Hz). 
Fab-MS (m / z) ; 467 (Mil) 1 

[0135] mmmi 6 4 9 

mmm4 1 kvut^ it&yoi 2.2. 0 5 g (4. 7 

Immo 1 ) <£ *K 14g (6 4%) 

fz Q %mm2 2jcmi;Tx &s>titu* wi. i3 g 

J;|9 N T^un-^1. 1 0 g (9 2%) f£5£ 
m2 3£2£l;-*\ #bn/:7;^-;W8 3 5mgi 
?K 7'n^e^4 5 6 m g (4 7%) *t#/c 0 |Hffl&#J 3 2 

9. 3 4 8mg (84%) *?#/c 0 

[0 13 6] 1 HNMR (CDCh) 5 ; 1. 78 - 1.84 (m, 2H), 
2.883 (t, 211, J = 6.4Hz), 3. 365(s, 3H), 4.126 (s, 
3H), 4.826 (t, 2H, J = 7.1Hz), 4.895 (s, 2H), 7.3 
7 -7.41 (m, 2H), 7.511 (d, 1H, J = 7. 9Hz), 7.53 - 
7. 58 (m, 2H), 7. 633 (d, 1H, J = 8. 2Hz). 7. 924 (d, 1 
H, J = 7.7Hz), 9.534 (d, 1H, J = 7. 9Hz). 
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Fab-MS (m / z) ; 423 (Mil) 1 

[0137] %ffi#| 4 7 -ffc-frflf 5 0 
H»«3 3|CJ»bT. -fb-fr«4 9. 13 3mg(0. 3 

lmmo 1 ) «k*Mb'&tt5 0. 1 0 8mg (87%)* 

mz 0 

1 HNMR (DMSO-de) 5; 1. 70 - 1.74 (m, 2H), 2.290 (t, 
2H. J = 7.0Hz), 3. 259 (s, 3H), 4.216 (s, 3H), 4.9 
10 (t, 2H, J = 6.8Hz), 5.048 (s, 2H), 7.28- 7.41 
(m, 2H), 7.51 - 7.59 (in, 2H), 7.683 (d, 1H, J = 7. 
10 6Hz), 7. 848 (d, 1H, J = 8. 1Hz), 8. 045 (d, 1H, J = 
7. 8Hz), 9.412 (d, 1H, J = 8. 1Hz). Fab-MS (n / z) ; 
397 (Mil) * 

[0138] mmm 4 8 it&® 5 1 
mMm 3 0 \zm t;x\ <t&m 5 0 N 74m g c 0 . 19 

mm o 1 ) » -?w<j— JbO. 0 7 2ml (1. Omm 

0 1 ) atf'>7;**ft*'>3Rt h U T>A6 5mg 
(1. OmmoDsMO. 8 8SSHC1 (AcO 

E t*«) <fc»)ft-&«f5 K 2 6m g (2 7%) 

20 [0 13 9] 1 HNMR (DMS0-d 6 ) S; 0.664 (t, 6H, J = 
7.3Hz), 1.22 - 1.32 (m, 4H), 1.95 - 2.05 (m. 2H), 
2. 65 - 2. 78 (m, 6H), 3. 267 (s, 3H), 4. 207 (s, 3H), 

4.890 (t. 2H, J = 7.0Hz), 5.049 (s, 2H), 7.30 - 
7.34 (m, 1H), 7.40 - 7.45 (m. 1H), 7.53 - 7.63 On, 

2H). 7. 708 (d, 1H, J = 8. 3Hz). 7. 935 (d, 111, J = 
8.1Hz), 8.072 (d, 1H, J = 7.6Hz), 9.3 - 9.4 (br, 1 
H), 9.412 (d, 111, J =8. 0Hz). 
Fab-MS (m / z) ; 483 (Mil) 4 

[0140] Jfe&£#! 4 9 5 2 

30 !fef£#J4 1 IC^lST. <ffc£^y3 N 2. 37g (6. 2 4 
mm o 1 ) % 4 m&WSL 4 0 0 m U 6 0 V 
2 7mg (5. 6 8mmo 1 ) % ft&BVit/ 
^;U0. 3 9ml (6. 3mmo 1) <t^ 
2. 1. 8 8 g (7 4%) «#fc 0 

[0 14 1] 1 HNMR (CDCli) 5; 3.295 (s, 3H), 4.758 

(s, 210, 4. 84 - 4.87 (m, 2H), 4.92 - 4.95 On, 2 
H), 5.38 - 5.46 (m. 4H), 6.07 - 6.19 (in, 2H), 7.34 

- 7.41 On, 2H), 7.45 - 7. 54 (m, 4H). 7.859 (d, 1 
H, J = 7. 6Hz). 9.588 (d, 1H, J = 8.1Hz). 
40 Fab-MS On / z) ; 406 (Mil) * 

[0 14 2] m&W5 0 <fb£^5 3SWt^ft5 4 
2(C^L:T. ib&VBS 2, 1. 8 5g(4. 5 

7mmo 1 ) x 7jc*ffc*">3R*- b U 8 Omg (1 

5. 34mmol),S[>'3^^1. 76g (6. 93 
mmo 1 ) cfctK ffr&4*5 3. 203mg (12%)S 
Wk*tt 54. 988mg (49%) ^?#/c Q 

• -r s 3 (i. 5 : i o&.mm^wm.^m 

1 HNMR (DMSO-d.) 8; 1.203 (d, 1. 2H, J - 6. 2Hz), 1. 
229 (d, 1.8H, J = 6.3Hz), 3.262 (s, 3H), 4.17 - 4. 

50 24 On, 1H), 4. 78 - 4. 83 (m, 2H). 5. 037 (s, 2H), 5. 1 



( 25 
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ft*^5 7 
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43 (4 0.4H, J = 4.5Hz), 5.152 (d, 0. BH, J = 4.4H 



[oi4 5] mnms 3 



z), 7.21 - 7.26 (ni, 1H), 7.30 - 7.36 (m, 1H), 7.42 Sdfc#J 2 8 ft*^5 5. 1 0 8 m g (0. 1 



'HNMR (DMSO-d.) 6; 1.60 - 1.66 (m. 2H), 1.69 - 1. 3.42 (n. 8H), 3.384 (s, 3H). 4.783 (t. 2H, J = 6. 7H 

75 On, 2H), 3.02 - 3.07 (m. 2H), 3.09-3.13 (m, 2 z), 4.842 (t, 2H, J = 6.8Hz), 4.937 (s, 2H), 7.33 
H), 3.259 (s, 3H). 4.370 (t, 1H, J = 5.0Hz), 4.422 10 - 7.39 (m, 2H), 7.47 - 7.59 (m, 3H), 7.638 (d, 1H, 

(t, 1H, J = 5.0Hz), 4.777 (t, 2H, J = 7.4Hz). 4.8 J = 8. 3Hz). 7.929 (d. 1H, J = 7. 5Hz), 9.519 (d, 1 

16 (t, 2H, J =7.4Hz), 5.054 (s, 2H), 7.290 (ddd, 1 H, J = 7. 5Hz). 

H, J = 0.8Hz, 7.1Hz, 7.9Hz), 7. 383(ddd, 1H, J = 0. Fab-MS (m / z) ; 580 (M+l) 4 

8Hz, 7.1Hz, 7.9Hz), 7. 507 (ddd, 1H, J = 1. 2Hz, 7.1 [0 14 6] ^ffl^J 5 4 ft*®5 8 

Hz, 8.3Hz). 7.561 (ddd, 1H, J = 1. 2Hz, 7.1Hz, 8. 3H *ffi#J 3 2 ir?£t;T\ {^5 5, 2 0 lmg (0. 3 

z). 7.781 (d, 1H, J = 8.3Hz), 7. 853 (d, 1H, J = 8. 6 mm o 1 ) . RZfTWti- b U V A 1 4 2 m g ( 2 . 

3Hz), 8- 036 Cd, 3H, J = 7. 9Hz), 9.436 (dd, 1H, J= 1 8mmo I ) it)^ft5 8 N 17 8mg (£fifa) 

I. 2Hz. 7.9Hz). £f#fc 0 

Fab-MS (m / z) ; 442 (M+l) 1 1 HNMR (CDC1,) 6 ; 1. 63 - 1.69 Cm, 2H), 1.71 - 1.78 
[0 14 3] mmib 1 ft** 5 5 20 On, 2H), 2.701 (t, 2H, J = 6.4Hz). 2.828 (t. 2H, J 

$mM2Z\ZftbT> ft*tl5 4, 9 4 3m g (2. 1 = 6.4Hz). 3.384 (s, 3H), 4.724 (t, 2H, J= 7.0Hz), 

4mmo 1 K h'j7x^W77-f >3. 3 6 g (1 4. 777 (t, 2H, J = 7.1Hz), 4.943 (s, 2H), 7.391 (d 

2. 8mmo ]) s RUMMQ. 4 4ml (8. 5mm dd, 1H, J =0. 9Hz. 7.0Hz, 7. 9Hz), 7.397 (ddd, 1H, J 

0 1 ) <fc *K ft*f£) 5 5 . 6 2 4 m g ( 5 2 96) =0. 9Hz, 7. 0Hz, 7. 9Hz), 7. 532 (ddd, 1H, J = ]. 2H 
fco z, 7.0Hz, 8.2Hz), 7.561 (ddd, 1H, J = 1. 2Hz, 7. OH 

1 HNMR (CDC1,) 6; 1. 88 - 1.96 (m, 2H), 1.97 - 2.05 z. 8.2Hz). 7.578 (dd, 1H, J = 0. 9Hz, 8.2Hz). 7.651 
(m, 2H), 2.800 (t, 211. J = 6. 3Hz), 2.901 (t, 2H, J (d, 1H, J = 8. 2Hz), 7.939 (dd, 1H, J = J.2Hz, 7.9 
= 6.3Hz). 3.385 (s, 3H), 4.821 (t, 2H, J= 6. 9Hz). Hz), 9.546 (ddd, 111, J = 0. 6Hz, 1. 2Hz. 7. 9Hz). 
4.876 (t, 211, J = 7.1Hz), 4.946 (s, 211), 7.36 - Fab-MS (m / z) ; 492 (M+l) * 

7.42 (n, 2H),7.50 - 7.61 (m, 3H), 7.670 (d, 1H, J 30 [0 14 7] mt&ffl 5 5 ft*$/ 5 9 

= 8.0Hz), 7.939 (dd, 1H, J = 1. 2Hz, 7. 8Hz), 9.532 mt&m 3 3 |Ci$ bT. ft** 5 8. 1 7 2m g (0. 3 

(ddd, III, J = 0.7Hz, 1.2Hz, 7.8Hz). 5mmo 1 ) if? ft** 5 9. 107mg (6 9 96) * 

Fab-MS (m / z) ; 566 (M+l) ' =f#fc 0 

[0 14 4] gM9l5 2 ft** 5 6 1 HNMR (DMS0-d 6 ) 5; 1. 49 - 1.64 (m. 4H), 2.114 (t, 

$mm2 4\zmilT* ft**5 5. 1 4 3 mg (0. 2 2H, J = 6. 9Hz), 2.161 (t, 2H, J = 6.6Hz), 3.1 -3. 

5mmo IK 4 Q%ys?j\,T I WjcjgjftO. 17m 4 (br, 4H), 3.258 (s, 3H). 4.758 (t, 2H, J = 7. 1H 

1 (1. 5mmo I) , &i>*0. 8 8*J£HC 1 (Ac z), 4.801 (t, 211, J = 7.1Hz), 5.057 (s, 211), 7.297 

OEtSS) <ktk ft**5 6. 92mg (64%) £ (ddd, HI, J =0. 8Hz, 7.0Hz. 7. 8Hz). 7.388 (ddd, 1 

®fco H, J = 0.7Hz, 7.1Hz, 7.8Hz), 7.514 (ddd, 1H, J = 
1 HNMR (CDC1 3 )S; 1.54 - 1. 69 Cm. 411), 40 1.2Hz, 7.0Hz, 8. 2Hz), 7. 569 (ddd, III, J = MHz. 

1.861 (t, 211. J = 6.9Hz), 1.926 (t, 2H, J = 6. 911 7.1Hz, 8. 2Hz), 7.811 (d, III, J = 8. 2Hz), 7.881 (d, 

z), 1.947 (s, 611), 1.982 (s, 6H), 3.384 (s. 3H). 4. 1H. J = 8. 2Hz), 8.041 (d, 111, J= 7.8Hz), 9.429 

691 (t. 2H, J = 7.4Hz). 4.744 (t, 211, J = 7. 5Hz), (d, 1H, J = 7. 8Hz). 

4.944 (s, 210,7.361 (ddd, HI, J = 1.0Hz, 7.0Hz, 8. Fab-MS (m / z) ; 440 (MH) * 

0Hz), 7. 368 (ddd, 1H, J = 0. 9Hz. 7. 0Hz, 7. 9Hz), 7. [0148] §fefg#J 5 6 ft** 6 0 Stfft** 6 1 

505 (ddd, III, J ~- 1.2Hz, 7.0Hz, 8. 2Hz), 7.528 (dd |£lfi#J4 2|Cf»bT. ft**3 N 1 3 7mg (O. 2 9 

d, 1H, J= 1.2Hz, 7.0Hz, 8. 21Iz), 7.594 (d, 1H, J = mmo 1) N 7jc3Rft*^^ h y 0 a 7 8 m g (2. O 

8.2Hz). 7.659 (d, 111, J = 8. 2Hz), 7. 932 (d, 1H, J 5 mm o 1 ) . RtfB 0^2 3 1 m g ( O . 9 1mmo 

= 7.9Hz), 9.544 (dd, 1H, J = 1. 2Hz, 8.0Hz). 1 ) i !K ft** 6 O N 8 8mg (6 196) Rmt&fo 
Fab-MS (m / z) ; 496 (MH) ' 50 6 1 N 37mg (25%) £?#^ 0 



- 7.54 (m, 2H), 7.70 - 7.73 (m, ]H), 7.77 - 7.81 
(m, 1H), 8. 02 - 8. 04 (id. 1H), 9. 325 (d, 0. 6H. J = 
8. 0Hz), 9. 395 (dd, 0. 4H, J = 3. 2Hz, 8. 0Hz). 
Fab-MS (m / z) : 384 01+1) 1 

■ ft*tl 5 4 



'hnmi? r (mri.)*. 1 51 - 1 52 (2, 1H), 

3.64 - 1.76 (id, 4H), 1.89 - 1.97 (m, 8H), 3.32 - 



9mmo 1 ) , *r;t/*»J >0. 067ml (O. 77m 
moDxSffO. 8 8I^HC 1 (AcOEt»») 
ft*$l5 7. 99mg (80%) £?#fc G 



( 26 ) 



49 



• <l&fa 6 0 

1 HNMR (CDC1,) d; 1. 60 - 2.11 Cm, 10H), 3.129 (t, 
2H. J = 5.9Hz), 3. 192(t, 2H. J = 5. 9Hz). 3.798 (d 
t. 1H, J = 2.8Hz, 11.7Hz), 4.09 -4.15 On, 1H), 4.7 
23 (t, 2H. J = 7. 2Hz), 4. 807 (t. 2H, J -- 7. 2Hz), 
4.943 (d, 1H, J= 16.6Hz), 5.107 (d, 1H, J = 16.6H 
z). 5.652 (dd, 1H, J = 2.4Hz, 10.5Hz),7. 15 - 7.18 
(m. 1H). 7.318 (ddd, 1H, J = 1. 1Hz, 7- 0Hz. 8.0Hz), 
7.35 - 7.39 On, 1H), 7.461 (ddd, 1H, J = 1.2Hz. 
6.8Hz, 8.0Hz). 7.519 (dd, 1H, J= 1. 0Hz, 8.0Hz), 7. 
610 (d. 1H, J = 8.0Hz). 7.951 (d, 1H, J = 8.0Hz). 
9.490 (d. 1H, J = 8.0Hz). 
Fab-MS (m / z) ; 512 (MH) ' 

• tt&VB 6 1 

'HNMR (DMSO-d 6 ) S ; 1.236 (s, 2H). 1.37 - 1.44 (ra, 
2H). 1.50 - 1.56 (m.2H). 1.59 - 1.66 (m. 2H). 1.6 
9 - 1.81 On. 4H). 3.046 (t. 2H. J = 6-2Hz), 3.111 
(t, 2H, J = 6. 2Hz), 3. 2 - 3. 4 (br, 1H), 3. 427 (t, 
2H, J = 6. 5Hz), 3. 689 (t, 211. J = 7. 1Hz), 4. 779 
(t, 2H, J = 7.4Hz), 4. 818 (t, 2H, J =7.4Hz), 5.059 
(s. 2H), 7. 287 (dd, 1H, J = 7. 1Hz. 7- 8Hz). 7. 382 
(dd, 111, J= 7.1Hz, 7.7Hz). 7. 508 (dd, 1H, J = 7. 1H 
z. 8. 3Hz), 7. 563 (dd, 1H, J = 7. 1Hz, 8. 3Hz), 7. 782 
(d, 1H, J = 8.3Hz), 7.853 (d, 1H. J = 8. 3Hz). 8.0 
86(d. 1H, J = 7.7Hz). 9.441 (d, 1H, J = 7. 8Hz). 
Fab-MS (m / z) ; 5140MH)* 

[0149] 5 7 o&to 6 2 

m&W 4 2 Kit* CT. 3. 285mg (O. 60 

mmo 1 ) . hV'i'A377mg (9. 

9 6mmo 1 ) . Wa^f 7 5 3 m g (2. 9 7mm 

0 1 ) <t0> <t&BlB 2. 8 7 6mg (3 2 96) £2 : 

[0 1 5 03 ' HNMR (DMSO-d, ) 5; 1.199 (d, 1. OH. J 
= MHz), 1.224 (d, 2. OH, J = 6. 4Hz), 1.35 - 1.45 
(m, 2H), 1.49 - 1.57 On, 2H). 1.74 - 1.83 On. 2H), 

3.2-3.4 (br. 1H). 3.426 (t, 2H. J = 6. 4Hz), 3.698 

(t. 2H, J = 7. 1Hz), 4. 18- 4. 24 (m, 1H), 4. 79 - 4. 
83 On, 211). 5.1 -5.2 (br. 1H). 7.21 - 7.26 On, 1 
H), 7.30 - 7.36 On, 111). 7.42 - 7.54 On, 211), 7.70 

- 7. 82 On, 211), 8. 08 (d. Ill, J = 7. 5Hz). 9. 347 
(d. 0. 67H, J = 7.8Hz), 9.401 (d, 0. 33H, J =7. 9Hz). 

11. 348 (s. 0. 6711), 11.514 (s, 0. 33H). 
Fab-MS (m / z) ; 456 (MH) 

[oi5i3 mmm 5 8 6 3 

m/&m2 2C$ bx, ib^ai K 1. 44 g (3. 3 
0mmol),M9-BBNZi#4. 05g(3 
3. 2mmo 1 ) «k •Mfc'&ft 6 3, 850mg (57 
96) £1 : 1. 5©{fcg^£#©i&^J<tLT?#fco 

1 HNMR (DMSO-d,) <5 ; 1.5-1.6 (br, 2H). 1. 7 - 1.9 
(br, 2H), 2. 0 - 2. 2 (br, 2H). 2. 08 - 2. 14 (m, 2H). 
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3.49 - 3.53 On, 2H), 3.62 - 3. 68 On, 2H). 3. 99 - 
4.02 On, 2H), 5.03 - 5.16 On, 3H), 5.44 - 5.48 On, 

1H). 7. 23 - 7. 27 On. 1H). 7. 34 - 7. 38 On. 1H), 7. 
44 - 7.58 On, 2H). 7.68 - 7.84 (m, 2H), 8.15 - 8.1 
7 On. 1H), 9.311 (d, 0. 4H, J = 7. 9Hz). 9.341 (d. 
0.6H, J =7.9Hz), 11. 684 (s. 0. 4H), 11. 840 (s, 0.6 
H). 

Fab-MS On / z) : 454 (MH) ' 

[0152] %mm 5 9 ffc-frtt 6 4 
10 mMm 2 3 I'fp 63. 613mg (1. 3 

5mmol). f- V 7i-WX7-f > 1 . 07 g 

(4. 0 9mmol)^^f0. 2 1ml (4. 1 
mm o 1 ) ck tK 1t4t# 64, 179mg (26%) 4 
1:1. 5©ttfi*t*#©fi£ttil/T»;fc. 

[0153]' HNMR (CDClj ) S ; 1. 66 - 2. 02 On. 6H), 

2. 04 - 2. 08 (m, 2H), 3. 573 (t, 1. 2H. J = 5. 4Hz). 
3.599 (t, 0- 8H, J = 5. 4Hz), 3-81 - 3.89 (m, 1H), 
4.10- 4.20 On, 1H), 4.71 - 4.98 (in. 4H). 5.64 - 5. 
71 On, 1H), 7. 13 - 7. 64 (m, 6H), 7. 78 - 7. 86 On, 1 
20 H), 8. 979 (s, 0- 6H). 9. 025 (s. 0. 4H), 9. 385 (d, 0. 4 
II, J = 8. 5Hz), 9. 406 (d, 0. 6H. J = 8. 1Hz). 
Fab-MS (m / z) ; 516 (MH) ' 

[0154] %mm 6 O ffrft-flJ 6 5 
4b£$j6 4. 174mg (0. 38mmol) £DMF 

5mli:giBU 5 0 96vMf\rt/7 2 >zKi§?£0. 2 8 
ml (3. 1 mmo 1 ) £ftlX.SiST- 3 BflSJt^ Lfc 0 

L/C i$4Sl?0'7h?'77^- (CHC 1, /M 
eOH 2 5/ i ) -rfg^-rscttri*). -fk-g-^6 

30 0 N 81mg (44 96) 4-1:1. 5 O&fiHti'frCM 

[0155]' HNMR (CDC1 3 ) 5 ; 1.61 - 2. 03 On. 6H), 

2.07 - 2.12 On. 2H). 2.467 (s,2.411). 2.506 (s, 3. 
6H). 2. 59 - 2. 65 On. 211). 3. 69 - 3. 86 On, 1H), 4. 0 
4 -4.16 On, 1H). 4.87 - 4.97 On, 2H). 4.911 (d, 0. 
411, J = 16.6Hz). 5.009 (d, 0.611. J = 16. 6Hz). 5.12 
7 (d, 0.4H, J = 16. 6Hz), 5.140 (d, 0. 6H, J = 16. 6H 
z), 5.66 - 5.70 On, 1H), 7.23 - 7-54 On. 6H), 7.5 
-7.8 (br, 1H), 7.99 - 8.04 (m, 111), 9.479 (d, 0.4 
40 H, J = 8. lllz), 9. 533 (dd. 111, J = 0. 8Hz, 8. 1Hz). 
Fab-MS (m / z) ; 481 (Mfl) ' 

[0156] m.mm 6 l 6 6 RZJHt&® 6 7 

■ffiai&%Ut'&%!! 8 9, 1. 55g (3. 93mmol) 
4-DMF 1 Om 1 %.Z? hJ^>2 0 m 1 T A> 

3>^E^,T 0 °CT' 6 0 %7kmti- HJ OA332mg 

( 8 . 3 1 mm o 1 ) 4SDX.T 1 5 ftfS1gl& L1zVt* 7 
D*ftg?Ji^-;U2. 2 0ml (19. 8mmol)4fi0 
x.tSiST'2. 5mfflMftLtz 0 «flET*«£B*U 
S$l-7jc4Jnx.TA c O E t TtttU 7l<, brine 
50 WMgSO, «a»L*«E*S*Lfco «3*5"J* 
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D7h/77^f - (AcOEt / h;l/x> 
1/9) T-mmtZCtK&l)^ 6.672 
m g (30%) . &Wk&fy 67. 615mg (33 
%) *»fc 0 
■ft-&«6 6 

1 HNMR (CDC1,) 5: 1.290 (t. 3H. J = 7.1Hz). 1.311 
(t, 3H, J = 7.1Hz), 1.62 -2.11 On, 6H), 3.809 (dt, 

1H, J = 2.5Hz, 11.7Hz), 4.118 (dt, 1H, J= 2.3Hz, 
11.7Hz), 4.310 (q, 2H, J = 7.1Hz), 4.319 (q, 2H, J 

= 7.1Hz), 4.984 (d, 1H, J = 16.4Hz), 5.057 (s, 2 10 
H), 5.146 (d, 1H, J = 16.4Hz), 5.171 (s, 2H), 5.65 
8 (dd, 1H, J = 2.5Hz, 10.6Hz), 7.327 (d, 1H, J = 
8. 1Hz), 7. 37 - 7. 43 On, 2H), 7. 46 - 7. 55 (m, 2H), 
7.980 (d, 1H, J = 7.7Hz), 9.516 (d, 1H, J = 7. 8H 
z). 

Fab-MS (m / z) ; 568 (Mil) ' 
•ft-&tt6 7 (2. 5 : 1 ©ffifll #|tt#«-frtt) 
1 HNMR (DMSO-d 6 ) 6; 1.150 (t, 0. 86H, J = 7.2Hz). 
1.165 (t, 2. 14H, J =7. 2Hz), 1.56 - 1.64 (m, 2H), 
1.71 - 1.88 (m, 2H), 1.98 - 2.15 (m. 2H), 3.63 - 20 
3.69 On, 1H), 3.99 - 4.06 On, 1H), 4.126 (q, 0.57 

H. J = 7. 2Hz). 4. 143 (q, 1. 43H, J = 7. 2Hz), 5. 086 
(d, 1H, J -- J7.3Hz), 5.135 (d, 0. 2911, J= 17.3Hz), 
5.140 (d, 0.71H, J = 17.3Hz), 5.45 - 5.48 (m, 1H), 

5. 830 (s, 0. 57H), 5. 863 (s, 1.43H), 7.23-7.41 
(m, 2H), 7. 42 - 7. 56 On, 2H), 7. 63 - 7. 74 (m, 211), 
8.15 - 8.18 On, 1H), 9.305 (d, 0.71H, J = 7.9Hz), 
9.355 (d, 0.29H, J = 7. 9Hz), 11.668 (s, 0.71H), 1 

I. 836 (s, 0. 29H). 

Fab-MS (in / z) ; 482 (Mil) ' 30 

[0157] mmme 2 it^me 8 

ffc£ttl6 7 S 2 8 8mg (0. 6 Ommo 1 ) £THF 
3 0m] fc*#U 7;U:*>£B»T0^T**{fc!J* 
•)A7^U^4 8mg (1. 2 7 mm o I ) 

*8tt8'> 'J * W 7A?P7h/7 7^» (AcO 

E t/h;kx> 1/2) Tffi«**c:£KJ;!K tk£ 
fe6 8, 1 7 7mg (68%) ^2. 5:1 CDffcffi^tfe 
#©S^iLT<ifc, 40 

[0 15 8] 1 HNMR (DMS0-d 6 ) 8 ; 1. 5 - 1. 7 (br, 2 
H), 1.7-1.9 (br, 2H), 2.01 - 2.14 (m, 2H), 3.63 
- 3.69 On, 1H), 3.92 - 4.02 On, 1H), 4.94 - 5.00 
On, 310, 5.070 (d, 1H, J = 17.3Hz), 5.107 (d, 0.71 
H, J = 17.3Hz), 5.114 (d, 0. 29H, J = 17.3Hz), 5.45 

- 5.48 (in, 1H), 7.22 - 7.27 On, III), 7.31 - 7.37 
On, 1H), 7.43 - 7.55 (m, 2H), 7.71 - 7.82 (m, 210, 

8.143 (d, 1H, J = 7.7Hz), 9.305 (d, 0.71H, J = 8. 
0Hz), 9.350 (d, 0.29H, J = 7. 9Hz), 11.462 Cs. 0-71 
H), 11.636 (s, 0.29H). 50 
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Fab-MS On / z) ; 440 (Mfl) * 

[0159] mmme 3 fl?&tt6 9 

&mz 3|C*1;t. ft-&«6 8, 1 7 7mg(0. 4 
Ommo 1 ) 7*D^e#8 5mg (4 2%) £?# 

fco *»«I3 2i:*[;^ ?#6nfcyo*#8 2mgi 

f§6ftfc7S> K#6 Omg iOx ft^ttB 9^ 
25mg(45%)£2:l ®ttftfttt#iI6ftr& |_T 

[0 16 0] 'HNMR (CDC1,) 5; 1.61 - 2.08 (m, 6H), 
3.308 (t. 0.6711, J = 5.3Hz), 3.367 (t. 1.33H, J = 
5.3Hz), 3.76 - 3.84 (m, 1H), 4.08 - 4.15 (m, 1H), 
4.51 - 4.64 (n. 2H). 4.686 (d, 0. 33H, J = 16. 6H 
z). 4.771 (d, 0.67H, J = 16.4Hz), 4.845 (d, 0.33H, 
J = 16.6Hz), 4. 925 (d, 0.67H, J = 16.4Hz), 5-57 - 
5. 63 (n>. 1H), 7. 17 - 7. 61 (m, 6H), 7. 777 (d, 0. 33 
H, J = 7.5Hz), 7.812 (d, 0. 67H, J = 7. 9Hz). 9.353 
(d, 0. 67H, J = 8. 3Hz), 9. 374 (d, 0. 33H, J =8. 5Hz), 
11.3 - ll.BCbr. 1H), 11.3-12.0 (br, 2H). 
Fab-MS (m / z) ; 439 (Mtl) ' 
[0 16 1]ili6 4 M§7 0 

m&w 6 1 Km br, m^m i Etto-f&frtt 8 o , 2 8 

Omg (0. 8 6mmo 1 ) „ 6 0 h V Q A 

5 1mg(l. 2 7 mm o 1 ) s S!>'yn*BtgJx^U 
0. 19ml (1. 7 1 mmo 1 ) «fc »K -ffc^fe 7 0, 
2 2 1 m g ( 6 3 %) £ 4 : 1 ©&ggtt#©j!-&#l<f: 

[0 16 2] 1 HNMR (DMS0-d s ) 8; 1.153 (t, 0. 6H, J 
= 7. 1Hz), 1. 165 (t. 2. 4H, J = 7. 1Hz). 3. 266 (s, 2. 
4H). 3.280 (s. 0.6H), 4.126 (q. 0.4H, J = 7.1Hz), 
4.140 (q, 1.6H, J = 7.1Hz), 5.049 (s, 211), 5.801 
(s, 0.4H), 5.839 (s, l.KO.7.21 - 7.73 (m, 6H), 8. 
035 (d, 0. 2H, J = 7. 8Hz), 8. 044 (d, 0. 8H, J = 7. 6H 
z). 9. 342 (d, 0. 8H, J = 8. 1Hz). 9. 395 (d, 0. 2H, J 
= 8.0Hz), 11.605 (s, 0.8H), 11.761 (s, 0. 2H). 
Fab-MS (m / z) ; 412 (M+l) ' 
[0 16 3] »j6 5 <fcfctt7 1 
IWJ6 2\Z^tX, ft£tt7 0, 2 1 6m g (0. 5 
3 mmo 1 ) „ RU7^it^i-<yATJUi -^A4 1. 
0g(l. 08mmol)«tf), ft^«7 U 13 3m 
g (6 8%) £4 : 10Wtg&ft<Dig 1 <&®tLTft 

1 HNMR (DMSO-d, ) 5 ; 3. 263 (s, 2. 411), 3. 269 (s. 0. 6 
H), 3.94 - 3.95 (m, 211), 4.960 (t, 1.611, J = 5.411 
z), 4. 992 (t, 0. 411. J = 5. 4Hz), 5. 035 (s, 2H), 7. 2 
1-7.26 On, 111), 7.30 - 7.36 (in, 111), 7.42 - 7.54 
(m, 2H), 7.70- 7.74 (in. 111), 7.776 (d, 0. 2H, J = 
8. 2Hz). 7. 799 (d, 0. 8H, J = 8. 3Hz), 8. 032 (d, 1H, J 
= 7. 7Hz), 9. 340 (d, 0. 8H, J = 8. 0Hz), 9. 386 (d, 
0.2H, j= 7.7Hz), 11.418 (s. 0. 8H), 11.578 (s, 0.2 
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Fab-MS (n / z) ; 370 (MM) ' 

[0164] %Mm 6 6 ffr&ftl 7 2 
|£i£#J2 SfCifclrC* ft*«7 K 1 0 Omg (0. 2 
7 mm ol), hiJ7x-MX7^>2 19mg 

(0. 8 3mmol)xM*0. 0 4 0ml (0. 

7 8mmo 1 ) J; ?K <fc-&*7 2. 8 0mg (68%) 
£4 : l<0ttMtt#OS^ftiU»fco 

[0 16 5] 1 HNMR (CDCls) 6; 3.100 (s, 2. 4H), 3-1 
11 (s f 0.6H). 3. 508 (t. 0.4H, J= 7.1Hz), 3.682 (t, 

1.6H, J = 7.1Hz), 4.069 (s, 0.4H), 4.225 (s, 1.6 
HX4.744 (t, 2H, J = 7.1Hz), 7.29 - 7.58 (m, 6H), 
7. 68 - 7. 74 Cm, 1H). 8. 077 (s, 0. 8H), .9. 055 (s, 0. 
2H), 9.476 (d, 0.8H, J = 8.1Hz), 9.517 (d, 0. 2H, J 

= 8. 1Hz). 
Fab-MS On / z) ; 432 (M+l) 1 

[0166] mmmei 3 

4|C»i;T. -fb-&«7 2. 8 Omg (0. 19 
mm o 1 ) . 5 0 96^*^1/7 5 0 - 13ml 

(1. 4mmol),M0. 88£I5£HC1 (AcO 
E t»«) ft*ft7 3s 1 8mg (2 2%) * 

4 : 1 CDfft«Htt#iS-&«<t UTWfco 
[ 0 1 6 7 ] 1 HNMR CDMS0-d 6 ) 6 ; 2. 942 (s, 4. 8H), 

2. 952 (s, 1. 2H), 3. 244 (s, 0. 6H), 3. 269 (s, 2. 4H), 
3.55 - 3.60 On. 2H), 5.000 (s, 0.4H), 5.056 (s, 1. 
6H), 5. 368 <t, 2H, J = 7. 9Hz), 7. 24 - 7. 33 (m, 1H), 
7.34 - 7.43 (m, 1H), 7.45 - 7.51 (m, 1H), 7.52 - 
7.63 Cm, 1H), 7.78 - 7. 86 (m, 111), 7,84 - 7. 95 Cm, 

IH) , 8.06 - 8.11 On, 1H), 9.359 (d, 0. 8H, J = 7. 9H 
z), 9.425 (d, 0.2H, J = 7. 9Hz), 10.8 - 10.9 (br, 1 
H), 11.88 (s, 1H). 
Fab-MS On / z) ; 397 (MH) ' 

[0168] mmm 6 8 1 4 

It&ffiG 6. 9 6mg (0. 17mmol)£THFl 

5 m 1 &tf7j<5m 1 IZj&fflL^ zKBtffc U A— zKWKl 
28mg (0. 67mmol) ^Sn^.TS^T'— g^f& 

SStSKTpH 1 KMKU £bfctfcfft*«IKLTttffi 
TKjSL/Co ?f6tl*:ISa*MeOH5m 1 |C*»U 
#U ^Atert-7' h + '> K3 8mg (0. 34mmo 
1 ) *Jn;iT£fiT3 OdHS»Lfc- ^mT^^S 

0. it^l 4. 92mg (93%) £r»/c 0 
[0 16 9] 1 HNMR (DMS0-d B ) (5; 1. 50 - 1.66 On, 2 

II) , 1.70 - 1.89 On, 2H), 1.93 - 2.15 (m. 2H), 3.62 
- 3.68 On, HO, 3.99 - 4.02 On, 1H), 4.914 (s, 2 

H), 4.989 (s, 211), 5.048 (d, 1H, J = 17.2Hz), 5.09 

8 (d, 1H, J ~- 17.2Hz), 5.412(dd. 1H, J = 1. 9Hz, 1 

1. 1Hz), 7.20 - 7. 35 On, 2H), 7.40 - 7.48 On, 4H), 
8.102 (d, 1H, J = 7.8Hz), 9-344 (dd, 1H. J = 0. 9H 
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z, 7.9Hz). 

Fab-MS On / z) ; 588 (Mfl) 1 

[0170] mm 6 9 7 5 

mMfflG 8i:»l;^ *frfr«6 7. 1 0 6mg(0. 2 
2mmol), f-^A— /Kfilttl 9mg (0. 

4 5mmo 1 ) . RZffi U f? Atert - 7 h K 1 9m 
g(0. nmmol) 4t&%Bl 5. 6 Omg 

(56%) ^1. 5:1 CDitL&m&fcCOMt^t LT?# 

/Co 

10 [0 17 1] 1 HNMR (DMS0-d 5 ) d; 1. 55 - 1.61 On, 2 
H). 1.73 - 1.88 On, 2H), 2.00 - 2.11 On, 2H), 3.61 
- 3. 69 On, 1H), 3. 99 - 4. 02 On, 1H), 4. 972 (s, 0. 
8H), 5. 012 (s, 1.2H), 5.058 (d, 0. 6H, J = 17- 3Hz), 
5.058 (d, 0.4H, J = 17. 8Hz), 5.104 (d, 0. 6H, J = 1 
7- 3Hz), 5.111 (d, 0.4H, J = 17. 8Hz), 5.44 - 5.47 
On, 1H), 7.18 - 7.33 On, 2H), 7. 39 - 7.53 On, 2H), 
7.64 - 7. 72 On, 2H), 8. 11 - 8.15 On. 1H), 9.243 (d, 
0.6H, J = 7.8Hz), 9.262 (d. 0. 4H, J = 7. 3Hz). 
Fab-MS On / z) ; 492 (M+l) # 

20 [0172] mnm i o it&® 1 6 

mTf^ftHfc^ 9 3, 877mg (2. 57mmol) 
^DMF 6 m 1 RZfhJU^yi 2m 1 *Dfi*SJKlCS» 
U 7;U=r>#ffl^.T- 2 0°CT'^7 U ^Atert-y h + 
->K2 8 6mg (2. 5 5 mm o 1 ) £Jnx_ 2 0#88# 
Lfc^ Affcjyyl/O. 2 3ml (2. 7mmol)£ 
ln>L0 c CT2B#Iffljaj$Lteo «J3ET*iK«:e*&x ** 

Jnx-x AcOEttiWifco »s*->y*y;u#5A 

^ ov h^^7 - ( h;lcr_>/A c O E t 15/ 
1) T'»»-r SCtfCj; (3 x 7'J;W5 1 2mg (52 
30 96) £f#/Co 

[0173]f t>n/:7<J;W4 4 7mg (1. 17m 
mo 1 ) £DMF 4 m 1 S^h;l/X>8m 1 <DT&&i&& 
K*WU 7;U^>#ffl^T0°CT'^ Atert 
+ ->K197mg (1. 7 6mmo 1 ) £rinx. 2 0#ffi 

B'Jft^f^O. 11ml (1. 8mmo 
1) *Jnx.0 , CT2NFHa*¥bfco ®J£TigJ«£@* 
ft, 7j^^inx_. A c O E t T'ttffiL*:. =£«ffl*7XRtf 
brine T'&rf^ MgS0 4 S6J»U «BET»fflE* 

40 (h;l/x>/AcOE t 2 0/1) T'Mn^tf: 
<k *K 225mg (49%) £?#*i 0 

[0174] ^££#12 2»C*bTx ?#bftfc^f;W2 
23mgJ:^ y;U3-;M£l 2 2mg ( 5 2 96) 
/Co gfe»fll2 3icf»l;T. #bti/;7;^-;Wi l 6 
mgi^ 7'o^6 9mg (5 1%) *?#fc 0 S5£#J 
2 4 fC^bT. #bn/:7'D^6 6mgi^ 
76. 41mg (62%) *?#feo 
[0 17 5] 1 HNMR (DMS0-d s ) 5; 2. 07 - 2.16 On, 2 
H), 2.720 (s, 610, 3.019 (t. 2H, J = 7.8Hz), 3.061 
50 (s, 3H), 3.878 (s, 311). 4.312 (t, 2H, J = 7. 1Hz), 
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6. 65- 6. 67 (m, 2H), 6. 753 (dd. 1H. J = 7. 3Hz, 8. 3H 
z), 6. 967 <d, 1H, J = 8.0Hz). 7.03-7.11 (m, 2H), 
7.442 (d, 1H. J = 8.3Hz), 7.538 (d, 1H. J = 8. 3H 
z), 7. 761 (s, 1H), 7. 879 (s. 1H), 9. 9 - 10. 0 (br, 
1H). 

Fab-MS (m / z) ; 441 (MM) ' 
[0 1 7 63 JMMK7 1 {^mil 
lft£&fcMfc£fl 9 3 N 1 7 7mg (0. 5 2mmol) 
£DMF 5m 1 Kjgfi?U 77l^>#ffl^T0 °CTfi V 
7Atert-7'r-*-> Kl 7 7mg (1. 5 7mmol) 

s-jnx. t 1 5 fi-mmn uz-&, > vji o . 1 9 m 

1 ( 1 . 5 7 mm o 1 ) £Jn;iTgi&T' 1 S#fBjg# L 
fc. $ffiT?g$£@*U a^lC7jc*Jnx.TA c 0 E t 
TjfttiJUTjc, br ineiitMMgSO, g&L&Sg 

-(AcOEtA+t> 1/3) Tlfl5!1-5C<1:IC 
i{K •fk^T 7, 18 1mg (6 7«) ^|/; D 
[0 17 7] 1 HNMR (CDC1,) 5; 3.180 (s, 3H), 5.351 
(s, 4H), 6. 729 (ddd. 2H, J = 1. 0Hz, 7. 1Hz. 8. 1H 
z), 6. 992 (dd, 2H, J = ]. 0Hz, 8. 1Hz), 7. 028 (ddd, 
2H, J= 1.0Hz, 7.1Hz, 8.1Hz), 7.11 -7.14 (ra, 4H), 
7.212 (d, 2H, J = 8.1Hz), 7.26 - 7.33 On, 6H), 7.7 
20 (s, 2H). 

Fab-MS (n / z) ; 522 (Mtl) ' 
[0 1 7 83 gfettm 2 4t£®7 8 

mmmi 1 KmtXs ma^mt^d 3, 1 9 7m g 

(0. 5 8mmo 1 ) N 7> V ^ Atert - 7* h + i/ K 1 9 
2mg (1. 71mmol),Srip--l<D'<>-7;b 
7'n = K 3 7 1 m g ( 1 . 7 2 mm o 1 ) «fc f), fl;^ 
7 8, 2 8 9mg ( 8 296) £f§fc„ 
[0 17 9] 1 HNMR (CDC1.) 8; 3.193 (s, 3H). 5.459 
(s, 4H), 6.772 (ddd, 2H, J = l.OIIz, 7.0Hz, 8. OH 
z), 7.018 (d, 2H, J = 8.1Hz), 7.081 (ddd, 211, J = 
1. 0Hz, 7. 0Hz, 8. 1Hz), 7. 127 (d, 2H, J = 8. 0Hz), 7. 2 
40 (d, 4H, J = 8.8Hz), 7.739 (s, 2H), 8.164 (d, 4 
H, J = 8.8Hz). 

Fab-MS (m / z) ; 612 (MM) ' 
[0 1 8 0] Hdfcm 3 -ffc£^7 9 
•ft-g-05 7 8. 289mg (0. 47mmoI)£THF 
2 0ml \Z®M U -WMt&& 2 6 m g £iDx.T7j<5f?# 

77^-(CHCl, /MeOH 25/l)T'$$!L 
fctk CHC 1, ICjgj&U 0. 8 8gi£HC 1 (Ac 

oe t®m £tox.%u-v ummftuco ^itasR 

ZfiUoZ. tK£1)^fc&qn 9, 12 9mg(4 4 
96) 

[0 1 8 1] 'HNMR (jgftgS) (CDC1,)S; 3. 162 
(s, 3H), 5.188 (s, 4H), 6.591 (d,4H, J = 8.7Hz), 
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6.709 (ddd, 2H. J = 1.0Hz, 7.0Hz, 8.0Hz), 6.930 
(d, 4H, J = 8. 7Hz). 6. 963 (dd, 2H, J = 1. 0Hz, 8. OH 
z), 7.027 (ddd. 2H. J =1. 0Hz, 7. 0Hz, 8.0Hz). 7.244 
(dd, 2H, J = 1. 0Hz. 8. 0Hz), 7. 650 (s. 2H). 
Fab-MS (■ / z) : 552 (MM) ' 
r n 1 8 5 1 **fe<ai i 4 J ,t^*t 9 4 
*»«2 4K*UT, tt£»2 4 N 15 6mg(0. 3 
2 9mmo I ) , -f V7°D t°;l/7 5 >0. 2 8ml 
(3. 3mmo])SCfO. 88$£HC1 (AcOE 
10 tSift) J:»K fl:£tt9 4 % 4 6mg (8 7 96) £f» 

'HNMR (DMS0-d 6 ) d; 1.046 (d, 6H, J = 6.6Hz), 1.76 
- 1. 83 On, 2H), 2. 69 - 2. 75 (m, 2H), 3. 04 - 3. 12 
On. 1H), 3.194 (s, 3H), 4.260 (s. 3H), 4.871 (t, 2 
H. J - 7.7Hz), 7.44 - 7.48 (in. 2H), 7.686 (ddd, 1 

H, J = 1. 2Hz. 7. 1Hz, 8. 3Hz), 7. 693 (ddd, 1H, J = 

I. 2Hz, 7.1Hz, 8.3Hz). 7.810 (d, 1H, J= 8. 3Hz), 7.9 
59 (d, 1H, J = 8.3Hz), 8.16 - 8.29 (m, 2H). 9.154 
(br d, 1H, J = 7. 8Hz). 9. 188 (br d, 1H. J = 7. 7H 

20 z). 

Fab-MS (m / z) ; 452 (MM) * 

[oi83] mmm 1 5 nc&m 9 5 

gffiffl 3 0 bT. it<k® 9 4 <DiftllE££ N 9 3 m g 
(0. 21mmol) v 3 5 %*jlA7 Jl*T t Kzk&ifc 
0. 3 4ml (4mmo 1 ) , ; s7 J Y 
U 7A2 5 2mg (4. OOmmo I) MO. 8 8$ 
£HC 1 (AcOE t»m <fc*K ft£*9 5, 8 Om 
g (7 9%) 

[0 1 8 4] 'HNMR (DMSO-d,) 5; 1.028 (d. 3H, J = 
30 6.6Hz), 1.073 (d. 3H, J = 6.6Hz). 1.90 - 2.01 On, 
2H), 2.422 (d, 311, J = 5.0Hz), 2.81 - 2.95 (n, 2 
H). 3. 174 (s, 311), 3. 23 - 3. 35 On, 111), A. 246 (s, 
311). 4. 80 - 4. 85 On, 211), 7. 43 - 7. 47 On, 2H), 7. 6 
74 (ddd, 1H, J = 1.2Hz. 7.1Hz, 8. 3Hz), 7.684 (ddd, 
1H, J = 1.2Hz, 7.1Hz. 8.3Hz), 7.790 (d, 111, J = 8. 
311z), 7.968 (d. 1H, J= 8.3Hz). 9.143 (br d. Ill, J 
= 7. 9Hz), 9. 176 (br d, 1H, J = 7. 9Hz), 9. 53 - 9. 64 
(br s. 111). 
Fab-MS On / z) ; 467 (MM) ' 
40 [0185] 7 6 ifc£f$f 9 6 

£tt« 2 4 KUkbT* <fc£tt2 4 N 12 8mg(0. 2 
7 1 mmo 1 ) „ ->^D7°n tVUT ? > 0. 19ml 
(2. 7mmol)SffO. 8 8«j£HC] (AcOE 
t Wftti & <0 . •ffc^ 9 6. 4 3 m g ( 7 1 96) 

'HNMR (DMSO-d,) S ; 0. 59 - 0.67 On, 411). 1.82 - 1. 
87 On. 211). 2.45 - 2.54 (m. 1H), 2.74 - 2.85 On, 2 
H), 3. 273 (s. 3H). 4. 255 (s. 311), 4. 882 (t, 2H, J 
= 7.4Hz), 7.456 (dd, 2H, J = 7.1Hz. 8.1Hz). 7.680 
50 (ddd. 1H, J =1.2Hz, 7.1Hz, 8. 3Hz). 7.691(ddd, 1H, 
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J = 1. 2Hz. 7. 1Hz, 8. 3Hz), 7. 806 (d. 1H, J = 8. 3H 
z), 7. 954 (d. 1H. J = 8.3Hz), 8.574 (br s, 2H), 9. 
151 (brd. 1H. J = 8. 1Hz), 9. 186 (br d, 1H, J = 8. 1 
Hz). 

Fab-MS (in / z) ; 451 (Mfl) * 

[0186] %mm 7 7 it&fy 9 7 
m&ffl 3 0 Km btx <t<£ty 9 6 <DM&t&m, 56mg 

(0. 12mmol)> 3 5 %^^A7^f b KzKSffi 

0. 2 0ml (2. 3 m mo 1 ) . i^T J 
th«J9M46mg (2. 3 3mmoi) WO. 8 10 

8gSHCI (AcOEt»«) ft^«97, 4 

2m g (6 9%) «r»fco 

[ 0 1 8 7 ] 1 HNMR (DMSO-d 6 ) 5 ; 0. 60 - 0. 69 On, 2 
H), 0. 76 - 0. 86 (m, 2H), 1. 94 - 2. 14 (br s, 3H), 
2.625 <d, 3H, J = 4.9Hz), 2.92 - 3.10 On, 2H), 3.1 
80 (s. 3H), 4. 249 (s. 3H). 4. 858 (t, 2H, J = 7. 7H 
z), 7.449 (ddd, 1H, J = 1. OHz, 7.1Hz, 8- 1Hz), 7.45 
3 (ddd, 1H, J = 1. OHz, 7. 1Hz, 8. 1Hz). 7. 673 (ddd, 
1H. J = 1. 1Hz, 7.1Hz, 8.2Hz), 7.684 (ddd, 1H, J = 
1.2Hz, 7.1Hz, 8.3Hz), 7. 793 (br d, 1H, J = 8. 2Hz), 20 
7.963 (br d, 1H, J = 8.3Hz), 9.147 (br d, 1H, J = 
8.1Hz), 9.186 (br d, 1H, J = 8.1Hz), 9.69 - 9.81 
(br s, 1H). 

Fab-MS (m / z) ; 465 (MM) 4 

[0188] mmm i $ 9 8 

ffeS6#J2 4^Vl;T. it&®}2 4. 1 2 3mg (0. 2 

5 9 mm o 1 ) . i/ ? a O ?■ JUT Z >0. 2 6ml. 
(2. 6mmol)M0. 8 8MC1 (AcOE 
t*«) it). >fb^9 8. 5 3mg (7 9%) *?# 

/Co 30 
1 HNMR (DMS0-d 6 ) 5; 1. 37 - 1.46 On, 4H), 1.54 - 1. 
61 Cm, 4H). 1. 72 - 1.78 (m, 211), 1. 80 - 1. 87 (m, 2 
H), 2.67 - 2.71 Co. 2H), 3.183 (s, 3H), 3.33 - 3.3 

6 Cm, 1H), 4.255 (s, 3H), 4.868 (t, 2H, J = 7. 611 
z), 7. 453 (dd, 2H, J = 7. OHz, 7. 9Hz). 7. 678 (ddd, 
1H, J = 1.2Hz, 7.0Hz, 8.2Hz), 7.687 (ddd, 1H, J = 
1.2Hz, 7.0Hz, 8.2Hz), 7.801 (d, HI, J = 8. 2Hz), 7. 
958 (d, 1H, J = 8.2Hz), 8.304 (br s, 2H), 9.147 (b 
r d, HI, J = 7.9Hz), 9.180 (dd, 1H, J = 1.2Hz, 7. 9H 

z). 40 
Fab-MS (m / z) ; 479 (MM) ' 

[0189] mmm 1 9 9 9 
fmm 3 0 i;t. it&m 9 8 ommmm, 5 2 m g 

(0. llmmol). 3 5%^A7^ft F>Jq&$c 
O. 2 0ml (2. 3mmo 1 ) . S^T^ TKSjffb^fR 
thiJ«)A150mg (2. 3 9 mm o 1 ) Sr>'0. 8 
8&SHC 1 (AcOE tmm <fc!K <fc-&«r9 9. 3 
6m g (62%) 

[0 19 0] 1 HNMR (DMS0-d B ) 6: 1. 32 - 1.79 On, 8 
H), 1. 92 - 2. 00 On, 2H), 2. 478 (s, 3H), 2. 66 - 2. 8 50 
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1 (m. 2H). 3.191 (s, 3H), 3. 33 - 3.36 On, 1H), 4.2 
49 (s, 3H). 4. 82 - 4. 92 On, 2H), 7. 453 (ddd. 1H, J 

= 0. 8Hz, 7. OHz, 7. 8Hz). 7. 458 (ddd, 1H, J = 1. OH 
z. 7.1Hz, 8.1Hz), 7.682 (ddd, 1H, J = 1.2Hz. 7. OH 
z, 8.2Hz), 7.688 (ddd, 1H, J = 1.2Hz, 7.1Hz, 8. 3H 
z), 7. 804 (br d, 1H, J =8. 2Hz), 7. 974 (br d, 1H, J 

= 8.3Hz). 9.148 (dd, 1H, J = 1.2Hz. 7. 8Hz), 9. 185 
(dd, 1H, J = 1. 2Hz, 8. 1Hz), 9. 59 - 9. 72 (br s, 1 
H). 

Fab-MS On / z) ; 493 (MM) 1 

[0191] mmm 8 o it&fy i o o 

^JE^J24(C^l;T. ft*ft2 4, 9 7mg ( 0. 2 
lmmol)^7'W;>0. 42ml ( 4. 2m 
mo 1 ) & *)7?-JUTi y#6 9mg (7 3%) 

tzo %mm 3 o \zm ut. y^vur ;;tt66m g 

(0. 14mmol)s 3 5 %*;UA7VUt : b K/Ki&jft 
0. 3 3ml (3. 8mmo 1 ) $l&z/T J 7kf£1t*V 
f^-Fy^A2 4 8mg (3. 9 6mmol)&t>*0. 
8 8itHC! (AcOEt*«)iOsft*ttlO 
O. 46mg (65%) 

[0 19 2] 1 HNMR (DMSO-d 6 ) S; 0. 754 (t, 3H, J = 
7.3Hz), 1.04 - 1.14 On, 2H), 1.23 - 1.32 (m, 2H), 
1.95 - 1.99 Cm, 2H), 2.72 - 2.79 (m, 4H). 3.185 
(s, 3H), 4.244 (s, 3H), 4.862 (t, 2H. J = 7.4Hz), 
7.43 - 7.48 On, 2H), 7.678 (dd, 1H, J = 7.1Hz, 8.3 
Hz), 7. 686 (dd, 1H, J = 7. 1Hz, 8. 3Hz), 7. 796 (d, 1 
H, J = 8.3Hz). 7.960 (d, 1H, J = 8. 3Hz), 9.147 (d, 

HI, J = 8.1Hz), 9. 184(d, 1H, J = 7. 8Hz), 9.579 (b 
r s, 1H). 

Fab-MS On / z) ; 481 (MM) 1 

[oi93] mmm 8 1 1 o 1 

2 4 |C2? CT\ it&ty 2 4 . 1 O 3 m g ( O . 
2 17mmol)^V^W;>0. 4 2ml ( 
4. 2mmol) i^V^fA7;;#93mg (9 
2%) *?#fco Slttflf 3 O ITC. ^V7'f^7;; 
fr91mg (0. 19 mm o 1 ) . 3 5 %*JU2*TJl' J r 
b KzKi&ift 0 . 3 3ml (3. 8mmo 1 ) W'>77 
7jc5Ktt*^*^ HJ ^2 4 5 m g (3. 90mmo 
DSa'O. 8 8SSHC 1 (A c OE t jgjft) <ktK 
<ffc-&1» 10K 58mg (58%) £#/c 0 
[ 0 1 9 4 ] 1 HNMR (DMSO-d 6 ) 8 ; 0. 702 (d, 3H, J = 
6.4Hz), 0.722 (d, 3H, J = 6. 4Hz), 1.55 - 1.64 On, 
HI). 1.93 - 2.00 On. 211). 2.60 - 2.64 (m, 2H), 2.6 
5 -2.80 <m, 2H). 3-191 (s, 311), 4.244 (s, 3H). 4.8 
63 (t, 2H. J = 7. 2Hz), 7.454 (dd, 1H, J = 7.0Hz, 
7. 6Hz), 7.461 (dd, 1H. J = 7. 3Hz, 7. 3Hz), 7. 683(dd 
d, 1H, J = 1.2Hz, 7.0Hz, 8.2Hz), 7.689 (ddd, 1H, J 
= 1.2Hz, 7.3Hz, 8.5Hz), 7.801 (d, 1H, J - 8. 2Hz), 
7.962 (d, HI, J = 8. 5Hz), 9.065 (br s. 1H), 9.148 
(br d, 1H, J = 7.6Hz), 9.184 (br d, 1H, J - 7. 3H 
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z). 

Fab-MS (m / z) ; 481 (Mtl) ' 

[0195] mmm 8 2 <b£tt 1 0 2 

Hiig#J 2 4 Kg bt\ -ffc^2 4, 9 7mg ( 0. 2 
Ommo 1 ) ^ JVTiJl'Ti >0. 4 9ml ( 4. 
2mmo 1 ) ■ktMVTSyl/TS >>#8 2mj» (84 

%) in fc. mmm 3 0 ic* i;t, 77 5 jut 1 jw 

7 8mg (0. 1 6mmo 1 ) „ 3 5 %*;l/A7;l/-r fc 

K>Jc^j0t 0 . 3 3ml (3. 8 mm o 1 ) MJ-i/7 JiY- 
*fl:*$3tW-HJ$A2 4 2mg (3. 8 5mmol) 
MO. 8 8&£HC1 (AcOEtM) i!)^^ 
#J 1 0 2 , 55mg (63%) £?#fc 0 

[0 19 6] 'HNMR (DMSO-d ( ) d; 0.712 (d, 311, J = 
6.4Hz), 0.717 (d. 3H. J = 6.4Hz), 1.10 - 1.21 (in, 
2H), 1.31 - 1.39 (m. 2H), 1.90 - 1.95 (m. 2H), 2.6 
5 -2.79 On. 4H), 3.187 (s, 3H), 4.245 (s, 3H), 4.8 
72 (t, 2H, J = 7.3Hz), 7.43 - 7.48 On. 211), 7.678 
(ddd, 1H. J = 1. 2Hz, 7. 0Hz, 8. 2Hz), 7. 687 (ddd, IH, 

J = 1. 2Hz, 7. 0Hz, 8. 2Hz), 7. 797 (d, IH, J = 8. 211 
z), 7.960 (d, 111, J= 8.2Hz), 9.147 (dd, IH, J = 1. 
2Hz, 7.9Hz), 9.186 (dd, IH, J = 1.2Hz, 7. 9Hz), 9.5 
51 (br s, IH). 

Fab-MS (m / z) ; 495 (Mtl) * 

[0 19 7] %Um 3 fltefcl 0 3 
m&M2A\Z%tX. -ft^2 4, 9 8mg (0. 2 1 
mmol), 3-75y^>^>0. 49ml (4. 2 
mm o I ) «fc f) 3 -.^y^.^ T ;/^96mg (97 
96) £»fc 0 HifJ 3 0 izm bTs 3-^>f-;U7;y 
#9 4mg (0. 2 Ommo 1 ) , 3 5%*;l>A7;L-r 
kK*zg?£0. 3 3ml (3. 8 mm o I ) ]$iXfi/T J 30 
7j^tft:*^il!^MI£A2 4 8mg (3. 95mmo 
l)&£>'0. 8 8*1£HC1 (AcOE t ig$) J;!?, 
Yb£#l 103, 37mg (35%) £?# fc 0 

[0 19 8] 1 HNMR (DMS0-d ( ) 5; 0.731 (t, 311, J = 
7.4Hz), 0.763 (t. 3H. J = 7.4Hz), 1.28 - 1.38 On, 
2H), 1.41 - 1.52 On, 2H), 1.90 - 2.00 (m. 211). 2.4 
60 (d. 3H. J = 4.9Hz), 2.76 - 2.84 On, 3H), 3.191 
(s, 311), 4. 250 (s, 3H), 4. 850 (t. 2H, J = 7. 3llz). 
7.455 (dd, IH, J = 7.1Hz, 7. 8Hz), 7.461 (dd, 1H.J 
= 7.3Hz. 7.3Hz), 7. 688 (dd, 111, J = 7.1Hz, 8. 3Hz), 40 
7. 691 (dd. 111. J =7. 3Hz, 8. 1Hz), 7. 803 (d, 111, J 
= 8.3Hz), 7. 965 (d, 111, J = 8.1Hz), 8.983 (br s, 1 
H), 9.148 (d. 111, J = 7.8Hz), 9.185 (d, 111. J = 7. 
3Hz). 

Fab-MS (ni / z) ; 495 (MH) ' 
[O 1 9 9] §fe5fc#J8 4 ^a^ 104 

•mm2A\Z.%^X, Yfc£^2 4, 7 lmg (0. 15 
mmo I), N-x^Dtt7i>0. 18ml 
(1. 5mmol)Mfl. 88$£HC1 (AcOE 
t ?&$) i t) , 10 4, 5 2 m g ( 6 8 %) 50 
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/Co 

'HNMR (DMS0-d t ) <5; 0.682 (t, 3H, J ; 7. 3Hz), 0.94 
7 (t, 3H, J = 7.3Hz), 1.21 - 1.39 On, 2H), 1.92 - 
1.98 On. 2H). 2.62 - 2.77 On, 4H), 2.81 -2.93 On. 
2H), 3.176 (s, 3H). 4.247 (s. 3H). 4.876 (t, 2H. J 

= 7 SHyl 7 A<> - 7 X9 fm om n or t ->i 

• - — . • v—, ..../, i . uu I . II \.1U, £ 

H). 7. 797 (d, IH, J = 8. 1Hz), 7. 962(d, IH, J -- 8. 3 
Hz), 9.139 (dd, IH, J = 0.5Hz, 8.1Hz), 9.175 (dd. 
IH, J =0.5Hz. 8.1Hz), 9.465 (br s, IH). 
10 Fab-MS (in / z) ; 481 (Mtl) • 

[O 2 0 0] fdfitfiJ8 5 -fbfrtolOS 
£ttft 3 0 bT, Yfr&ft 9 4 OjgSSfgg, 9 4 m g 
(0. 2 1mmol),7-feh7;l'ftK0. 06ml 
(lmmo 1 ) , '>T^**-ft*^*^- h U A 6 5 m 
g (1. OmmoDMO. 88j££HCl (AcO 
E tjgtt) «k») % ft^ftl 0 5, 57mg (5 6 96) * 

[ 0 2 0 1 ) ' HNMR (WIS0-d, ) * ; 0. 973 (t, 3H, J = 
7. 3Hz). 0. 984 (d, 6H, J = 6. 7Hz), 1. 90 - 1. 97 (m. 
20 2H). 2. 70 - 2. 86 On. 4H). 2. 90 - 2. 97 (m, IH), 3. 1 
89 (s, 3H), 4. 254 (s, 3H), 4. 872 (t. 2H, J = 7. 4H 
z), 7. 43 - 7. 48 (m, 2H), 7. 686 (ddd, IH, J = 1. 211 
z, 7. 0Hz, 8. 2Hz), 7. 689 (ddd, 111, J = ]. 2Hz, 7. OH 
z, 8. 2Hz), 7. 806 (d, IH, J = 8. 2Hz), 7. 970 (d, 111, 
J = 8. 2Hz), 8. 842 (brs, IH), 9. 149 (br d, 111, J ; 
7.6Hz), 9. 184 (br d. IH, J = 7. 6Hz). 
Fab-MS (in / z) ; 481 (Mtl) ' 
[0 2 0 2] 6 <fb£<&10 6 

*»«12 4K1(H;T % -ffc^ft2 4 % 9 8mg (0. 2 1 
mmol),x^;-;l,7;>o. 25ml (4. lm 
mo 1 ) i») t Kn*J/xf;|,7; / /#7 3 n , g (7 7 
96) SfettflS OWdfcTs t + 

Jyft70mg(0. 1 5mmo I ) , 3 5 96*;l/A7 
^rtKzKSiftO. 3 3ml (3. 8mmol )&!>••> 
7y*^k*">^ h ij i)A2 3 9mg (3. 80mm 
ol)&tfO. 88$5gHCl (AcOEtig) <t 
5, ft^ftl 0 6, 5 5mg (6 9%) £ftfc„ 
[0 2 0 3] 1 HNMR (DMS0-d e ) 5; 1. 92 - 2.02 (a. 2 
10. 2.577 (s, 311). 2.85 - 3.04 On, 411). 3.190 (s. 
3H). 3. 50 - 3. 59 On, 211), 4. 242 (s, 311), 4. 834 (t. 
2H.J = 7.7Hz), 5.186 (br s, HI). 7.451 (ddd, IH, 
J = 1.0Hz, 7.1Hz, 8.1Hz), 7. 453 (ddd, 111, J = ]. OH 
z, 7. 1Hz, 8. 1Hz), 7. 676 (ddd, IH, J = 1. 2Hz, 7. IH 
z. 8.3Hz). 7.686 (ddd, IH, J = 1.2Hz, 7.1Hz, 8.3H 
z), 7.794 (br d. III. J= 8.3Hz), 7.953 (br d. Ill, J 
= 8.3Hz), 9.154 (br d. III. J = 8.11lz), 9.189 (br 
d. IH, J = 8. 1Hz). 9.345 (br s, IH). 
Fab-MS (m / z) ; 469 (Mtl) ' 
[0 2 0 4 ] gltffl 8 7 1 O 7 

tl/+a7->-7'X4A 8 2 Omg, SKfcg ( I ) ' 
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148mg (0. 640 mm o 1 ) s a - D - ? )\>zi t° 
7;->^ya; Kfh77-fef-h 387mg (0. 9 
4 Ommo 1 ) s AWti?® (F) 1 4 3mg (0. 4 
2 3mmol)> 1. 2 oni* > 1 3 m 1 ©« 

p< * >T-ttHd U tt?KM g S 0 4 ■p««**tt*9*U 

xy/AcOEt 8/1) C <t(C«k I? . * 

;H>xxf;l'#2 3 0mg (8 196) *t#/c 0 
[0 2 0 5] Fab-MS (m / z) ; 670 (M+l) ' 

tl/ + a7-i'-^4A 19 7. 6rag, ±f£;Jvl> 
jsjr.x-r^'Pfc 1 57mg(0. 1 7 8mmo 1 ) s 1, 
2 -i?^ppjn^>l Om 1 ©iS^fCT^H/ >%m% 

T- 2 0 °CT' h U y ^-;u-> U ^ h V 7;Wd^ ? 

^-hO. 0 3 4 5ml (0. 1 7 8 mm o 1 ) £ilJ 

2 o a-taim t/co fisusta***- h y f 

iin;LTRl£*#.itU 5>?no./*>Tttttifcb r i n 

^^CHCIj 10mUMeOH15ml 
«E»C***U Ki*'JfiB 8. 3mg (0. 7 11m 
mo 1 ) ^rJDX.SS'Cl Slc^dS^ 
«*2Min*fc«*IK£:S*U Wl?"^ 
77^-(CHCI, /MeOH 5/l)THfSIU 

h'Jfab-v/aV^-tia^ -fb^l 0 7s 
2 2 m g (32%) &ntz 0 

[0 2 0 6] 1 HNMR (DMSO-ds ) 6; 3.215 (s, 3H). 3.5 
5-3.64 (b. 2H). 3.81 - 3.85 (m, 1H), 3.95 - 4.10 

(m, 3H). 4.904 (d. 1H, J = 5.4Hz), 5.108 (d. 1H. 
J =5.1Hz). 5.362 (d, 1H, J = 4. 9Hz), 5. 987 (t. 1H. 

J = 4.0Hz), 6.275 (d. 1H, J = 8.6Hz). 7.35 - 7.40 

(n, 2H). 7.55 - 7.61 (m. 2H). 7.696 (d, 1H, J= 8. 
1Hz), 7.972 (d, 1H. J = 8. 8Hz). 9.103 (d. 1H, J = 
8.1Hz). 9. 179 (dd, 111, J = 0.7Hz, 8.1Hz), 11.652 
(s, 1H). 

Fab-MS (m / z) ; 502 (M+l) ' 

[0 2 0 7] mMffl 8 8 108 
%Mm 3 9 Km UTs fo&k 39. 499mg (0. 9 
4 2mmo 1 ) s ^ ? ? ua&%MMm4 . 3 2g(l 
3. 8ramol), «»*3R^" h 'J f A 1 . 1 6 g (1 
3. 8mmol), j>xf^/7 5 > 1 0 m 1 (9 7 mm 
ol) WO. 8 8iSSHCl (AcOE t «fc 
t) s fc&VH 108. 122mg (25 96) 

[0 2 0 8] 1 HNMR (DMS0-d 5 ) S ; 0.942 (t, 6H, J = 
7.3Hz). 1.81 - 1.88 (m. 211), 2.69 - 2.73 (m. 2H), 
2.82 - 2.90 On, 4H), 3.174 (s, 3H), 4.118 (s. 3H). 

4.734 (t, 2H. J = 7.3Hz). 7.127 (dd. 1H. J = 2. 411 
z, 8.8Hz), 7.141 (dd, 111. J = 2.4Hz. 8.8Hz). 7.575 
(d. 111. J = 8. 8Hz), 7. 737 (d. 1H. J = 8. 8Hz). 8. 55 
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4 (d. 1H, J = 2.4Hz), 8.587 (d. 1H. J = 2.4Hz). 9. 
358 (s, 1H). 9. 400(s, 1H), 9. 437 (br s, 1H). 
Fab-MS (m / z) ; 499 (M+l) ' 

[0209] fmm 8 9 oc&m 1 o 9 

4. 408mg (0. 86 Ommo 1 ) £TH 
F4 0mlK«»U 0'C-CN-:/d*3'^BH' 5 K 
4 6 4 m g ( 2 . 6 1 mm o 1 ) &lMZ.T^UT'*i&W. 

*#jt u chci, x-aai Us fiftfltsbk*:*- h y f 

10 AzK&i&s 7jss b r i n eTife&U &7J<M g S 0* T 

a l/-i/3>t5CtCJ:Dxft^*1 0 9, 5 2 2m 
g ( 9 6 96) &&fco 

[0 2 10] 'HNMR (CDC1,) 5; 2. 00 - 2.05 (m, 2H), 
2.891 (t, 2H, J = 6.0Hz), 3.274(s. 3H), 4.210 (s, 
3H), 4. 894 (t. 2H. J = 7. 0Hz), 7. 428 (d. 1H, J = 
8. 9Hz), 7. 484 (d. 1H. J = 8. 9Hz). 7. 704 (dd. 1H, J 
= 2. 1Hz. 8. 9Hz). 7. 727 (dd. 1H. J = 2. 1Hz. 8. 9H 
z). 9.420 (d, 1H. J = 2.1Hz), 9.445 <d. 1H. J = 2. 
20 1Hz). 

Fab-MS (ra / z) ; 630 (M+l) * 

[0211] mMm 9 0 ffr&tt 1 1 0 

2 4 K* l;t, fb-fctt 109s 520mg (0. 
8 2 3mmo 1 ) . i>xf;l/7i >3. 4ml (3 2m 
moDRtfO. 8 8£L£HC1 (AcOE t &?&) <k 
») s <fb-£$ 110s49mg(75 96) £*#/c„ 
1 HNMR (DMS0-d t ) 5 ; 0. 973 (t, 6H, J = 7. 3Hz). 1. 87 
- 1. 96 (■. 2H). 2. 78 - 2. 84 (m. 2H), 2. 85 - 2. 94 
(di, 4H), 3.135 (s. 3H), 4.261 (s, 3H), 4.856 (t, 2 
30 H, J = 7. 3Hz). 7. 78 - 7. 84 (m, 3H), 7. 963 (d, 1H, 
J = 8. 8Hz), 9. 270 (d, 1H. J = 1. 7Hz), 9. 303 (d. 1 
11, J = 2.0Hz). 
Fab-MS (m / z) ; 625 (MH)' 

[0212] mmm 9 1 fflWfti 

ft^i9 2, 2. 0g^;-;i/2 0Li;Mbfc 
^•s ;'J#77-f^- (?L^0. 2 2/0 T'JjOEjtil 

^'•<7;n:^ab> #j£Ki^i&f&»U 0. 5mg 

40 [0213] !feife#J 9 2 ££#J 

•fb-g-f^ 92s 180mgs 7^h-X90mgs 3 — > 
X^-f40rag, #-'Jt-;l'7;l'3-^4mg, 7 t" 
'-tr;l/2 8mgS.C/XxTy >®?v^v"7A 1 mgit) 

[0214] #st#J 1 -fb^ 8 0 
£$3Mfc'&*fe (E) 50mg (0. Imrao I ) ?-h'J7 
;U^aftS?0. 2 5m 1 tJ«t!^3^S^0. 0 2 5m 
1 fc»»L£fflTl B«£»l^° 5l^j$ac^7jc7j< 1 Om 
1 ICffi*Wffift*«9lbfe. Ctl*7>^TLC (2 96M 
50 eOH/CHCI, ) TttSU ft#tt8 0 N 12mg 



( 33 ) 



63 



(3 8 96) 

[0215]' HNMR(DMS0-d s ) S ;3. 263(s. 3H), 5. 401(s. 2 
H), 7. 205-7. 795(m. 6H), 8. 036(d, 1H, J=7. 9Hz), 9. 236(d, 1 
HJ=8.1Hz),11.322(s,lH),11.489(s, 1H). 
Fab-MS(m/z); 326(M+1)' 

[0 2 16] ##^12 1 
mWimtX, (F) 2 0 8mg (0. 

6 lmmo 1 ) &0'7j(?gfb^ HJ £A 7 4 mg (1. 8 
mmo 1 ) s 'MtltryjlO. 0 6 3ml (0. 73mm 
o 1 ) «k(K fc&®8 K 1 3 5mg (5 8%) £f# ]0 
tz a 

1 HNHRCCDC1, -DMSO-d, . 10/1) S ;3. 04(s, 3H), 4. 80-5. 20 
(m. 4H), 6. 16(n. 1H), 7. 28 -7. 640n, 6H). 9. 18(d. 1H, J=8H 
z), 9. 20(d, 1H, J=8Hz). 9. 86(s, 1H). 
EIMS(m/z); 379(M)' 
[O2 17]##0fl3 lt£@8 2 
mWimtZ. &mt£® (F) 7 0mg (0. 2 
mmo 1 ) RWm<t-)-hWL,Z 2mg (0. 8mm 

0 I K ^-fbT'J^O. 0 6ml (0. 6mmol)J: 
t), <fc£*8 2, 6 Omg (7 296) £fcfc 0 2 0 

1 HNMR(DMSO-ds ) S ;3. 176(s, 3H), 5. 122(m, 4H), 5. 256(dd. 
2H, J=l. 3Hz, 17. 3Hz), 5. 371(dd, 2H, M. 3Hz, 10. 6Hz), 6. 1 
440n, 2H). 7. 421-7. 661(m, 6H), 9. 188(dd. 1H, M. 0Hz, 7. 9 
Hz). 

EIMS(m/z); 419(M)' 
C0 2 18]#^fiJ4 1t&®8 3 
ib&®}8 K 145mg (0. 3 8mmo 1 ) £THF 

;")A2 0 0rag (0. 7 6mm o I ) OfcfV 
4 m l £iD;Lg&T' 6 B# ffiffiW'&, 7j< 7 m I , t" V i> > 30 
7m I fc«t^^^h'J^A3 4 8mg (3. 4m 
mo I ) £tQZ.UmmUUz 0 SlEzgjgfCCHC I 
3 a^fSlBUL^ br i ne&fr&MgSO, 

F^77^- (MeOH/CHCl, 1/9)T'$32 

U itM38 3 S 93mg (59 96) 

[0219]' HNMR(DMSO-d s ) S ;3. 186(s, 3H), 3. 620-3. 6 
430n. 2H), 4. 805(dd, III, J=7. 9Hz, 15. 6Hz), 4. 956(dd, 1H, J 
=3. 2llz, 15. 6Hz). 5. 407(d, 1H, J=4. 9Hz), 5. 480(t, 1H, J=5. 
2Hz), 7. 351-7. 818(m, 6H), 9. 094(d, ]H, J=7. 9Hz), 9. 131 40 
(d, 1H,J=L 91lz), 11.736(s.lH). 
Fab-MS(m/z); 413(M) ' 

[0 2 2 0]#%#J5 fb£t/8 4 
**«4CljSi;Ts -ffc^tt8 2, 5 3mg (0. 13m 
mo 1 ) fc<t^E3®{fc^-Xi^A6 4mg (0. 2 5m 
mo 1) it) N ft&$/8 4, 2 lmg (3 4 96) 

' HNMR(DMS0-d, ) S ;2. 965(t, 2H, J=5. 6Hz), 3. 139(ni, 211), 
3. 196(s. 1. 5H). 3. 198(s, 1. 5H), 3. 622(m, 2H), 4. 259(d, 1 
H, J=5. 3Hz), 4. 406(d, 1H, J=5. 5Hz), 4. 514(t, 1H, J=5. 5H 50 
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z). 4. 640(t, 1H, J=5. 7Hz), 4. 675(dd, 1H, J=9. 0Hz. 14. 8H 
z). 4. 727(dd, 1H, J=8. 1Hz, 14. 8Hz), 4. 886(dd, 1H. J=4. 5H 
z. 14. 8Hz). 4. 928(dd. 1H, J=8. 1Hz, 14. 9Hz), 7. 399(t, 2H, J 
=7. 2Hz), 7. 612(t. 211, J=7. 1Hz), 7. 828(t, 2H, j=8. 7Hz). 9 
142(d, 2H, J=7. 9Hz). 
Fab-MSOn/z): 4S8CMH) ' 
[0 2 2 1 ] ##0J6 ft£t)8 5 
ft£^6 6 N 2 1 5m g (0. 3 8mm o I ) £THF 
3 0ml|C&#U 4S«StK2 4ml^jD^T6 0°C 

t— mnuz 0 m&izftmfcziax., a c o e t ? 

WfflU 7jc, b r i n eiJMMgSO, W&imm£ 

(AcOEt/^x> 1/2) T-mtZZtiZ* 
tK it£®8 5, 1 0 7mg (5 996) 
[0 2 2 2] 'HNMR CCDC1 3 ) 6; 1.310 (t, 3H, J = 7. 
2Hz), 1.329 (t, 3H. J = 7. 2Hz), 4. 331 (q, 2H. J = 
7.2Hz). 4.338 (q, 2H, J = 7.2Hz), 4.953 (s, 2H), 
5.037(s, 2H). 5.170 (s, 2H), 6. 424 (br s. 1H), 7.2 
88 (d, 1H, J = 8.1Hz), 7.362 (d, 1H, J = 8.2Hz), 
7.37 - 7.42 On, 2H), 7.49 - 7. 55 On. 2H), 7.869' 
(d. 1H, J = 7.7Hz), 9.441 (d, 1H, J = 7.8Hz). 
Fab-MS (m / z) ; 484 (Mtl) ' 
[0 2 2 3]##^J7 ft£#)8 6 

mwemtT, itam i, io5m g (o. 21 

mmo I ) <£tMb£tl8 6 V 3 4mg (3 996) 

'HNMR (DMS0-d,) 6 ; 1. 59 - 1.65 (n>. 2H), 1.70 - 1. 
82 On, 211), 3. 03 - 3. 27 On, 211), 3. 09 - 3. 14 (n. 2 
W. 4.371 (t, ]H, J = 5.0Hz). 4.419 (t, 1H, J ='5. 
0Hz), 4. 780 (t. 2H. J = 7. 3Hz), 4. 818 (t, 2H. J = 
7.4Hz), 4.972(s. 211), 7.288 (ddd, 1H, J = 0. 8Hz, 
7.0Hz, 7.8Hz), 7. 370 (t, 1H, j = 7.2Hz), 7.501 (dd 
d. 1H. J = 1.2Hz, 7.0Hz, 8.2Hz), 7. 563 (ddd, 1H, j 
= MHz, 7.2Hz, 8.3Hz), 7. 779 (d, 1H, J = 8. 3Hz), 
7. 848 (d, 1H, J = 8.2Hz). 8.043 (d, 1H, J = 7. 2 H 
z), 9.412 (dd, 1H, J = 0.8Hz, 7.8Hz). 
Fab-MS (m / z) ; 428 (Mtl) ' 
[O 2 2 4 ]##0J8 ft^ft8 7 
*#«6K!(Sl;T, ft^ft6 8, 5 7 4mg (1. 3 1 
mmo I) J;t)ft^tt8 7 % 2 6 7mg (5 8 96) £ 

3 : 1 <omm*m&tot txmz 0 

'HNMR (DMSO-d, ) 6 ; 3. 5 - 3. 6 (br. Ill), 3.945 (t, 
2H, J = 5.4Hz), 4.960 (s, 211), 4.972 (t, 2H, J -. 
5.4Hz), 7.20 - 7. 35 On, 211), 7. 40 - 7. 54 (m, 211), 
7.70 - 7.82 On, 211). 8.042 (d, 1H, J = 7.8Hz), 8.4 
43 (s, 0. 2511), 8. 467 (s. 0. 7511), 9. 324 (d, 0. 7511, J 
= 8.0Hz), 9.369 (d, 0. 25H, J = 7. 3Hz). 11.422 (s, 
0.75H), 1 1. 587 (s. 0.25H). 
Fab-MS (m / z) ; 356 (MH) ' 
[0 2 2 5] ###J9 ft£ft8 8 
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179mg(0. 3 9mmo 1 ) *DMF 1 Om 1 IC* 

SlOmgCl. 18mmol)mf0- 0 6 0m 
1(1. 2mmo 1) *m*5fflT?3l*IH«fl!U:» * 
^ftlifCRieiffjtU, AcOE tTttWU 7.K. br 

1 neftfrtfcMgSO. «»L*tt*«*Ufco »** 
^ij*^*?^ 07 ^ 57 ^ (Ac OE t/h 

l/8)tttBU.-ft*DMF5mlK* 
j*U *-rt/*'J>0. 0 4 5ml (0. 52mmol) 

SI?o?^77^- (CHC 1, /Me OH 

2 5/1) TflfMUfco cn^##^J4IC^U-CTHP 

C H C 1 , . A c 0 E t 
U 0. 8 8&SHC1 (AcOEt««)410i*a 
TM JIHW bfco 4. l;fcHJK*»tt U A c O E t T' 



[0 2 2 6]' HNMR (DMS0-d ( ) 5 
H). 2.96 - 3.04 On, 2H), 3.30 

- 3. 72 (m, 2H). 3- 56 - 
H), 5- 093 (t, 2H, J = 7 
0.9Hz, 7.0Hz. 7.9Hz). 7 
Hz), 7.458 (ddd, 1H. J 
65 (ddd, 1H, J = 1.2Hz, 
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3 5m g (1 996) 



2.29 - 2.34 On. 2 
3.40 On. 4H). 3.66 
3. 90 On, 2H), 4. 972 (s. 2 
1Hz). 7.245 (ddd. 1H, J -- 
370(dd. 1H. J = 7.0Hz, 7.9 
= 1.2Hz. 7.0Hz. 8.2Hz). 7.5 
7.0Hz. 8.2Hz), 7.799 (d. 1 
1H, J = 8.2Hz). 8.071 (d. 



10 H, J = 8. 2Hz). 7. 884(d. 

1H. J = 7. 9Hz). 8. 516 (s. 1H), 9. 345 (d. 1H. J = 
7.9Hz), 10-4 - 10.6 (br, 1H), 11.823 (s, 1H). 
Fab-MS (m / z) ; 439 (Mtl) ' 
[0 2 2 7] 
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